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(57) Abstract 

Neuron protective agents on the basis of the inhibition of neuronotoxicity of kainic acid and compounds useful as such agents. 
Pyridothiazine derivatives represented by general formula (I) or pharrnaceutically acceptable salts thereof and neuronotoxicity inhibitors 
containing as the active ingredient these compounds or pharrnaceutically acceptable salts thereof, wherein A represents a pyridine ring; 
formula (II) represents formula (III) or formula (IV); and R 1 , R 2 , R 3 . R 4 and R 5 are the same or different and each represents hydrogen! 
optionally substituted lower alkyl, cycloalkyl, alkenyl, aryl, carboxy or lower alkoxycarbonyl or does not exist, or R 2 and R* together 
form a nitrogenous heterocycle optionally having a nitrogen atom as another heteroatom, being fused with a benzene ring or beinc 
substituted by lower alkyl. 
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2 — 7 $ y — 7 -t«x^y^ nmd a j: & ffli&fnia 

faTt^ (J. Pharmacology and Experimental 
Therapeutics. 2 5 0 , 100 (1989) : J . Pharmac- 
ology and Experimental Therapeutics, 
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- tfim^ZtlTl^Z (J. Neurochem. . 6 0 . 1 1 7 1 ( 1 9 9 3 ) ) 0 
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7y>- 4 -;t >X(il!{^&irf^£*i£^©isi ; 2 - [N-y ^;U-N- (4 
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t°Dy^>, t°^y^> > hX7^>, ^\*tt KP7¥t°>, ^?^'j^>t 

[\BM.T)\>*\s>ms iltl^ ftttftKtfiJ^te', y^U>^> xf 



8 



WO 97/17970 

PCT/JP96/03339 

t°USv> > t°5^>tS^W£*U £/-£L<<±lro-,K 75 ^7^ 

*->UyW&, f^jxy^ ^--7^;us, T>Hy-yUS, 

^□^^ ^VT-P^yl, 7'h + ->^ + sec-7'h 

t e r + ^>f-^^+^S, -< >^-yM"* * 
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7'h*i<m, 2. 2-i?/f-/U7 h + yS, 1, 3-^Wh + >/», 2. 

+ 3, 3-^^7-h + yS, 1 -.x^-yur h*-> 

+ i, j, 2 - n 1. 2. 2-h . 
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-yVfyi.rh + y^vl'*-^ 2, 3 - Tiis-r v^^tnlX— ;U2£> 3. 
3 - -f-J^y' hJfisijjlsTii— ji^m. 1 - blr-ytrJl<7f:—jl>& > 2-x. 
f-JVzT h* >t!Jlstf— Jl^M. 1. 1, 2 - h ') / 3-)[sZfutf*- : si])VK—)l>m. 
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h + >ffi. h 'J 7^oy h ') ? a u/ h + ->&. h'J-7'o 
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T^y^, 2-yf;l/7'h + y7;/l, l, 2--yyfyl/7n^y7;y^ 
^+->;U;f+-->T = y ^7A+yy|/t+y7;yS> 1 - y f-X^ yf- )Vilr 
+ y7;;i, 2-yf;K>f-;l/t+y7;7l, 3 - y =f- jWs f- JVHr * i/ 
Tijm. 1. l-y7f;b7F + y7;7S, 1. 2-y7Wh + ->7; 
y^. 2, 2 - -^y h + ->T ; y i> 1, 3-yy Wh + ->7;/^ 

2. 3-yyf;l/7'h4-y7;y$ > 3. 3 -->y f ;l/7'N + ->7 ; 71, 1- 
xf-;l/7h + y7;;S, 2-xWh + ->7;/^ 1, 1, 2 - h U y f- 
71x7*0 ^ + ->T ^ 7S> 1, 2. 2 - h'J7f^7°P^+y7i7$, 1-xf 
7U- 1 -yf-;U7°c3^4-->T ;71, 1 -jL-f-yu- 2 - y 7U 7° n ^ -> T i y 
3E^<^^^>n> Kf£ L< iiy h + ->T $ y&, x^y7;/lT*S 0 
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> N p-'sy 0 ^ h- y t°a-;k h°P U <i I fv-;k -f i W) 
h 'J T V -;K HUT V U t° 'J -J > N y t Kd t° U x >> f h5t Kat°'J 
y>> h°'jy^> > t"'H^>, tT^yy. h'J7y>, T-f p'sT^y, 
Tif y? p^T:? y.r- > N 77>, ^hKD77>\ t 0j 5 y'bKnt'7>, 
y;* + y-;K ybKai?t+->>, f^y^y, yt Kaft7 

W/'J X -< y /I/, t+fy7V'-;K ?-T 

-fVf7'/-;k f7y7V-W^ij , «f>^ #Uc L< Ji^y-try, 
-> ^ cr^ >T i/>7 n^y-r- "7 ^ ytF'P77^ 2??MF-y— A> N y 
tF'pyt + y>^ f-7f7i> > y t Kof t7x> v -^TV-;K f'jyy, 

-;k yk Kay^ + ->>, f77-;k t°U yyT'&Se 

t°o-;K fcfn'J y, bfn'J yy, iVV-JV, < \ V'/*) >, -f ; 
*V U y y. t°U y y, >? t Kp t° 'J i>" >\ -f H -5 h Kd t°U y >, t°^ 'J y >. 
t°y^yy, yt KDt°'jyy>> t°U J yt KpfcfU >y>, rHh 

KDtTU5S?>, t°7y>, ytFDt°7yk t°^y>, t^tX7^>, 
T-fer t°y. KoT-tf >* -f > K-;K OK'J >> -f v>f > K-^K 
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;l/3 + ->S^*<^«/t>n, 5?2L<l±y?-;P3$, .x?-rt^ ejimr^ n*/^ 
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h5h KofcTU * yt KDh°7y>, t°^-7v*> N * h 0 ^ 5 ^ > > T-if 

t°>. ^*-tf"t KpTHt ¥>Wlb<mif £*U if* L< {±t°P i) f h5tK 
Pt°'J^>. tX'J^>-, tX7y">, 'N+f t KP7-fe't°>T'*0> HC»i 
U<<*t°<U^>, h°^^y>, f h7tF'Dt°'J-yx ^+tt KP7^h°> 

£*u l< tsy t^/u^. if;n, 7kmm. y h*->&, .xi^ 
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■ 

> ku -f v>r > Ku >> +y u -f-b^t kd+; 'j > n v*y >j 

li-T > K»J >> -4 V-T > K U > x fh7t Kp + ; »J >\ f h7t Kn-f y*y 
L < (iy f;HT*J, ^>-tf>3BOfSt!ft*i LTIi 1 2 {i©<£*R 
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0> 4# K$f * t < 14, yjyi, TKBratx t+vs, try square**. 
i7bm2mm&i,tzt;jw<^^ }i>m&&ML, mi*mzwz_i£, j*j\/1ja,/<* 

t'l' ^Sx i?/ ^-Jl/fjJW^^J]/^ VX-f-JV 4 /U&, : J~fn\fjl>ijJ\, 

rh7'/-^ h°>J^>, t°U^^>. k°y = v?>. h°7^>, h U 7 
?^>> -r t l'P77 WV7^, y**-y->, ft7x>, 

*¥&wit&& ( i , i i) I* try Kf-7^>#^{i^#7isgMi*^^?? : a-r 
So ^-7t> r 1 t^Mm.w^mn^ (i. 1 i) r 3 

$£Wit&fa ( I , II) (±13— it&foT'*>Z> 0 
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^■>^. ->i^^> 7p>i, n'^ffiu -7-7-^^^ vu-r>®?. u> 
mm) 
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O O 




(i£-K R 2 > R 3 > R\ R*Mmd(D&M$:&-fZ> 0 Xli h->;l/t+->S, J > 

J^I4 (III) (DJjJUtf*^JU&%r£teJt£i±mntyfiilte (IV) U 

-E-©&ir^?j- >T >Mm : £fc1&Z J &%z<t~CT>'Jl4 yft->7t- h (V) 

m<t&m (ia, i i a) %mm-2>z.tti<X'*z> 0 

ifcn^fflfo ( I V) 12. Rift (III) tmit^-^—J^, l-J-i/i&fti) >, £ 
ig-fk U &Yfc h J^^ty ->/K tSAt h 'J 7Wd^ ^ > >Ul/* ■=.;!,*$: £g 

f h7t Kd77> (THF) „ x.—f-Jl>, r-tr h >> •> K (D 

mso) ^©^s/EJCM^Lnc^wasm^ffl^sA^-st^ *&m*mmm 

T'ff 9 C <ba<T££„ S/cC©$t>, y/f;l/^l/A7; K (DMF) £>§l>(i 
>> THF. -X--r;K T-trh>, DMS ^T$S???i££ 
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(la, I I a) **Ut«<*l^J&«E£UTU\ ttfkyf-U> % 
^>H?>, THF, i-ir;K T4rh>, DM S OW<D*BifclZM 'J- Lfct 

(WOK 




R 1 X XI* R3 X 



-R2 




N-R2 



(Ib.llb) 



(Ic.llc) 



Xlt R 5 




^N-R2 

(Id.lld) R 3 



(sC*", R\ R\ R\ R\ R\ Xi±ffi£L<D%M*G-?Z 0 ) 
^('d, I I d ) *«(iS-r <5 C £ £ £ o 

Ttt, iSfb^^U>. ^>-tr>, THF, i-ir/K THrr>, DMSO?©$ 
(#=W5fcO 





OR8 



R 1 HN .NR2R3 

Y R4 

§ RS 



(IV) 



(VI) 




(le.lle) 



(5t«K R\ R 2 , R\ R\ R\ XliffiK©***^*-*. R 8 {i{&M7VM=- 
SttflHH* ( I V) Xli-nf^gixf;^ (V I ) ift-7l/7jli 
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ZZtT'&ttWItftW ( I e, lie) 
Z<D£l^<Dmmt LTIi, l^Yky-?-U>s ^<>-t?>. THF, i--f;K T-tr h 
>, DM SO. y ^ y-^©^Sl£(r^.L^C^^^fflt^ 

C(DJ:9{r{rLT®!i£$n/c^M<l:^ (I, I 1 ) 14, $*ft©23u 

^b/HI:^ ( I , II) ©igli, fif&OiStSSlcWCft-rc <tird:*)Mit 
l£8£Mii, ftHtU, ttHi, $SrSMfc, ^D7h^77 

© a i:j;^t^©^©« ih t x, ti mm & ^ t -a- -r& 

2 - [ N — (.4 -7'D^7i^l/) — N — (2 - -fu\i—)]s) 7;/] - 4 H 
-hfUK[3. 2-e]-l. 3 -^T->'>- 4 

2- [N- (4 -y'a^ey -N- (lH-rh77"-;b-5-^;l/> 

^U) Ti J ] -4 H-h°U K [3, 2-e]-l. 3-^T^>-4-^-> 

2- [N- (4-7^*7!^) -N- (4 -;T*V- 4 H- h°U K [3, 
2-e]-l. 3-f7-^>-2-'f;l/) 7;/] Tth^h'J^ 

2- [N- (3, l/>y^*y7x-A) — N — ( 2 - 7°o tf-^/U) 

7;/] — 4 H - t° U K [3, 2-e]-l. 3-^T^>-4-^-> 

2- [ N — (3. l/>yt + y7x-;l/) — N - (lH-fh7 */— 

5 ->f;M^;l/) 7; /] -4 H- fc 0 U K [3. 2-e]-l. 3-^Tv? 
>- 4 -tT> 
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2- [ N — (3, 4 -y ^U>y7j-+->"7^— ;U) -N- (4-t+7-4H . 
-t°UK[3. 2-e]-l, '6 -=f-7 : J>- 2-4 fr) 7=y] T-tr h- h »J 

2- [ N — (3. 4-xf |/>y^- + -/7x^W — N - ( 2 -!/otr.=.;lO 
7;7] — 4 H — t° 'J K [ 3 . 2-e]-l, 3 -f-T •>' > - 4 - * > 

2- [N- (3, 4-i7-|/>^+^7x^;l/) -N- ( 1 H-rh7V"- 
;U- 5 - < JUJ T I J ] - 4 H - tT U K [ 3 , 2 - e ] - 1 , 3 - f-T 

>- 4 

N- (3, 4 - J.^U<> ^^4-->-7i^;U) -N- (4 -t+V-4H-tf'J 
K [ 3, 2 - e ] - 1 , 3 -+7 : Js- 2-4 Jl) - 2 -T i J T-fe f>-^ h >J ;b 

2 - [ N — C^>v" [ b ] f^7x>- 5 --Y^) — N — ( 2 --/d h°^;U) 
7;y] -4H-t'U K [3, 2 - e ] - 1 . 3 - =f-T V > - 4 - * > 

2 - [ N - CO"/ [ b ] ft7i>-5-^M — N — (lH-fh7 V— 
)V— 5 - J JUJ f-iV) 7;/] - 4 H - t° »J K [ 3 , 2-e]-l, 3-^T>>" 
>- 4 

N - C<>V [ b ] ft7i>-5-^W -N- (4 4 H - h° 'J 

K [3, 2-e]-l. 3 -f-7v>- 2 - 2 -T = / T-tr N *) JV 

2- [N- ( 2 --f\3 ti—Jl) — N - (*/ +-t7"'J >- (3 7;y] - 

4H-t°MK[3, 2-e]-l. 3 - f-T > > - 4 - * > 

2- [N-y^-;U-N- ( + 7 >- 6 --Tyb) T^yj -4H-fc°'J K 

[3. 2-e]-l. 3 -f-T^>- 4 -t|-> 

2- [N- (+7 >- 6 — N — (lH-rh77-;l/-5-^ 

WW 7;7] -4H-t°'J K [3, 2-e]-l, 3-^Tv>-4-7f- 
> 

2 — [ N - ( + 7 >- 6 - -N- (4 -Tf-^V- 4 H- t'U K [ 3. 

2 - e ] - 1 , 3 -j-7 : Jy- 2 7; y] T-fe h U JU 

2 - [ N - [b] 77>-5-^W -N- (2-^u h°J^) T ~ 

y ] - 4 H - t° U K [ 3 , 2-e]-l. 3-f7y>-4-^> 

2 - [ N — C'OV" [ b] 7 7 >-5-^;l/) -N-^f;l/7 ;/] - 4H- 
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t°'J K [3, 2-e]-l. 3 - f7v> - 4 -;*> 

2 - [N- [ b ] 75>-5-^;l/) — N - (lH-f h?^!/- 

5 ^JU) T S J ] - 4 H- tTU K [ 3, 2 - e ] - 1 , 3-f7^>- 

4 -;*> 

2 - [N- [b ] 7^>-5--f;U) — N — (4 -tJ-+V - 4 H — t° 

U K [3, 2-e]-l. 3-f7^>-2-^;W - 2-7;^] 7-bh-h 

2 - [N- (1 -y ^/U-r > K-JU- 5 ->f AO -N- (2 -7ah°-;l/) T 
$ J ] - 4 H- tr»J K t 3. 2-eJ-l, 3-f7y>-4-t> 

2 - [N-> N - ( 1 > Y—JV- 5 ->f AO T i / ] - 4H 

-t a >JK[3. 2- e] - 1, 3-^7>»>-4 

2 - [N- ( 1 - y K-;l/- 5 --f AO -N- ( 1 H--f h vV-A 

— 5 — A> 7; y] - 4H — h°'J K [3, 2-e]-l, 3-f-T^> 

- 4 -7f> 

2- [N- ( 1 -/^A-T > K-A- 5 AO - N — (4-t+V-4H- 
fcfU K [3, 2-e]-l, 3-f7^>-2-fW 7;/] 7th^h'J;l/ 

2-C1. 2, 3. 4 - f H t F o - K 5 -<> v' [ b ] t+f ^' t'> - 
1 -4 A) - 4 H- tf'J K [ 3. 2-eJ-l, 3 -f7y>- 4 

2- [ N — (4 -^DD7x-A) -N-/fA7; /] - 4 H - tf 'J K [2, 
3 - e ] f7y>- 4 -5f> 

2 — [ N — (4 - ? o □ 7 *.=.A0 — N — [2 - (1 H-^f 1 - 

-f AO a:?- A/] T^y] — 4 H - t° U K [2, 3 - e ] *-7S>>-4 

2- [N- (4-^PD7x-;W -N- [ ( 1 H--T i ^'v'-A- 5 - 4 )V) 
* fOU] 7;y] - 4 H — t° 'J K [ 2 , 3-e]^T^>-4-^> 

aMftlBffc^ttli am P A§«^i:^A te/ii g M ^^ u ^ 
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IS&l 8-20By©77 MS^Orfc.lS^WOUlU AV^iDn a s e 

i^&p o 1 y — I — 1 y s in etftiL/:4 8 w e I 1 <b"f\s — h.L<r4x 1 
0 5 c e I 1/c m 2 CDa££m$ffiU 2 4 nW&%&t&%m^&&\siz 0 ^tfex 

"cis ufco 3 o o jj. m©^7 — ym^tsmikmmmz 2 4 ^pg«ijRjnn8a*fv>B $ 





I C 50 ( M M) 


16-2) 


1. 0 


6 4 


1. 4 


7 2 


1 . 9 
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&.'&2 1-28 B^CDtftt-^^X 1 OK^rilSCA^ 12kHz, 120 

it&VD&o. 5%/^-j^/uu-7.m^mm^ittz^o^. Mia© 4 5 km 

-eo^m. 3k2 <D£o i::nt.©Mli, 30mg/kg, i. p. Jt^T© 



^2 D B A / 2 v X IZ a %®'1*ffi^*ijmH ©ASS? 





AM^x/j/H Jr (mg/kg, i. p.) 


16-2) 


3 0 


6 4 


1 0 


7 2 


3 0 



jiv^^r-m. ^Atisi, iisi^iL, mm'KZL, mm.m. i&stw, 

*Wfbicffli*£nsfi{*-*»WBJw, ^©^©^jn^ij^ffl^T. ran, aitfcjsfijx 
mm. ij-f-b)vm> xm> mm. -amm. mm, **, ttftffl*rc«iM£*u 

*&BJI<t&tii ( I > I I ) ©t h{r^t-^Km^.«<iMffJ$n-5.^©fim. 

&>jy> ^^u- h^^%it.LT0^©^fc0i;Tia3u:^$ns 

ilB^^A 1 A^*: 5> IB 10mg~1000mg, £T £ L < (i 5 0 

mg~2 0 OmgOlgSlT' 1 □ 1 03^&ttl0ir#t*!£P»5£ftSjK S/cfifiSc 
A 1 A^/cO. 1 Bi:o^ lmg~5 00mg, !?J l< Ii5mg~ 1 0 Omg 

©$Uffl-c\ i u i mfrh>mmizftv&mftw*ztizi)\ ttzit, lBii^na- 
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2 4^ffi<DffifflX'Bmiftttmk5-$ti2>o ht>^^^.Ltzxo iz^^-mim^ 

jHWffil-^lftift*^ U =3 -Jb&tijJU -> <y temmM, N - X© «fc 

&mm> Mmmn&Ttmmm. \mm, mxum. e&k 

;U©«fc-?#77H3-7l'S, ^iJVM-h80 (ffiiffi*) CCDfl6/«£«. 

$«i{r^5Sfb»J> E&KJfiJ. rajKWfiU affcJPh 2c5£Yfc#J 
m*.tf'<? r- U 7«f 7 -f -^itffl, *£M*iJ©@d^x\(*«5attr «fc o Tftt 
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m\z m%. z n * co-cat s i \, 
i 

2 - ( 4 - > ?-;UT— 'J y ) - 4 H - fc° ') K [ 3 , 2 - e ] - 1 , 3-f7y 
> - 4 - ;* > 

1 ) 1 - ( 2 - * n p^.nf-y -Ob) - 3 - ( 4 - ^ f;L-7x^) f-:f7 U 
T 2-^DU^.nf->i7. 58g (48. lmmo 1 ) , Mf^-;l/3 0 
ml, DMF 2«S©S^^2 0 0m) 077X3^, 2 Kf laJMil^ U tz „ 

lS»'&tt£?&*P*, «ETSHSLfco W-^n/ca^^T-t h/30ml k*&»?<* 

El]© 2 0 0ml ©77X3|:f^-y7>i7 — -7 A 3. 6 6 gt7t f> > 
5 0ml tom&tiS&AtltftftLtZo Z<D7?Xzuz..tMO? ua — zi?->Mj*<t 

:075X3i:, p - hyu-i- v> 5. 1 6 g tT± H > 3 0 m I (Dm^Ktltz 

M*>tlrfifi (m/z) : 3 0 6 (M + ) 
tllM'l X^n;KDMSO-d 6 , TMS ftg&TO) 

<5 : 2. 3 8 ( 1 H, s), 7. 23 (2 H. d, J=8. 2Hz), 
7. 4 4 ( 1 H. dd, J = 4. 9. 7. 9 H z ) . 

7. 5 6 (2H. d. J =8. 2Hz) , 

8. 16 (1H, dd, J = 1 . 8, 7. 9 H z ) , 

8. 60 (1H, dd, J = l. 8, 4. 9Hz), 

9. 4 8 ( 1 H. s), 12. 12 ( 1 H, s). 
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2 ) 2 - (4 -/ +)V7~i\ J ) - 4 H- fcf'J K [ 3. 2-e]-l. 3-f- 
7x>-4-t> 

1 OOml07773C, 1- (2-^DO-3f;Y;l/) - 3- 

- ? <D*#!iStt§ tiSAu-h ftWWZm'l U 4 Iff WsmMit L tz 0 fcfc&&<®i£ 
>UT— U /) -4 H- t°U K [ 3. 2-e]-l. 3-f7v : >-4-^>4. 

§4 * : 2 0 8 - 2 0 9t 

7tMftmm (C , 4 H , , N 3 0 3 S t LT) 

C (%) H (96) N (96) S (96) 

ffififiE 62.43 4.12 15.52 11.91 
m.Wim. 6 2. 5 3 4. 1 1 1 5. 5 2 1 2. 0 2 

mmm 2 

2 - ( 4 - * n DT— U y ) - 4 H - tf U K [ 3 . 2 - e ] - 1 . 3-f7y 
>- 4 

1 ) 1 - ( 2 - ^avi—af-y 4 )V) - 3 - (4 - ? □ u"7 x — ;U) f-f7l/ 
T 3ite#Jl©l) tmmte-hfeT, 2 - ? PP^3f>H7. 58g (48. 
1 mm o I ) , i^itf-^-— )l<3 0 m U =f-* : s~7 >fi£T y^—^U 3. 67g, 
4-^dd7zij>6. 1 4g^ffll^T> 1- (2-?UD-3f/^b) -3 

- (4-^Dn7i_;b) ff)b714. 6 5g^ft 0 
M*##rfiS (m/ z ) : 3 2 6 (M + ) 

&"M$\.#fcRgX<*<? (DMSO-d 6 , TMS|*lSIMi*P) 
<5 : 7. 49 (2 H, d, J=8. 5 H z) . 

7. 5 7 (1H, dd, J = 4. 8, 7. 6 H z ) . 

7. 73 (2H, d, J-8. 5Hz), 

8. 12 ( 1 H. dd. J = 1 . 7, 7. 6), 

8. 5 6 ( 1 H. dd, J = 1 . 7, 4. 8Hz), 
12. 1 5 ( 1 H. s ) . 12. 19 (1H, s ) . 
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2 ) 2 - (4-^DD7->jy) - 4 H - t° U K [ 3 . 2-e] -1, 3 - f- 
7y/-4-t> 

^fe^J 1 © 2 ) <hra*i3ji££/Ji^T, 1- (2-?PDZ3fy^w -3 
- (4 - ?PU7x-;l') 19g (1 9mmo I) J;*), 2-(4 

-^DDT-Uy) -4H-kf'J K [3, 2-e]-l, 3 -^T > >- 4 
>5. 4 9 g£f#yc 0 

: 2 7 8 - 2 7 9 °C 

Ttmimm ( c , 3 h 8 n 3 o s <t lt) 

C (%) H (96) N (%) S (%) C I (%) 
mmi& 53.89 2.7814.50 11.07 12.24 
HfMI 53.90 2.70 14.55 11.02 12.18 
yiAUi^J 3 

2 - (4-7'D*7x>jy) - 4H-t'iJ K [3, 2-e]-l, 3-f7y 
>- 4 -:*•> 

1 ) 1 - (4 -7D*7i-W - 3- (2-?PD^nfy^;|/) ?U 
7 »#U©1) ifnJ1i/ < i7ja:-T\ 2 an—zij->m8. 64g (5 4. 
7 mm o 1 ) . mitf-j-— J14 0ml, ->T >MT >^r—^A 4 . 1 6 
4-7'a^T— U>9. 4 2g»^u 1- ( 2 - ? u o^o^/ -OU) -3 

'tf*##rfi£ (m/z) : 3 7 1 (M ' ) 
SHE&^ifcX'^ (DMSO-d 6 . TMSl^lSlitl^) 
<5:7. 57 ( 1 H. dd, J=4. 9, 8. 0Hz). 
7. 62 (2H. dd, J=2. 5, 6. 7Hz), 

7. 6 7 (2H. d. J = 8. 5H z ) . 

8. 11 (1H. dd, J = 1 . 8, 7. 3Hz). 
8. 5 6 ( 1 H, dd, J = l. 8, 4 . 9Hz), 
12. 1 4 ( 1 H. s) , 12. 18 (1H, s) . 

2) 2- (4-7'D ; e7- , Jy) -4H-t°'J K [3, 2 - e ] - 1 , 3 - 
7y>-4-t> 
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tmmUJjiti^mi^-Z. 1- (2 -^nu^-n^y -3 

- (4-7'n^7i^) ^7r^7UT7. 5 4 g (2 Ommo I ) £ <Q , 2- ( 4 
-7n*7-'Jy) -4H-t''J K [3. 2-e]-l. 3-f?y>-4-t 
>6. 5 8g^i/;„ 

Mj£ : 2 7 4. 5 - 2 7 5 *C 
TtWMm (C 13 H 8 N 3 OSB riLT) 

C (%) H (%) N (%) S (%) B r (%) 
ffiliSi'fl 46.73 2.41 12.58 9.59 23.91 

46.58 2.34 12.58 9.5 6 23.60 

2 - ( 4 - 3 - KT.=. U J ) - 4 H - fc° >1 K [ 3 , 2 - e ] - 1 , 3 -f-Jy 
>- 4 -;f> 

1) 1- (2-70D-3fy^;i / j -3- (4-3-F'7x-;l/) U 

T 

<tffi#nr#i£T\ 2 oa^=J^>® 8. 34g (5 2. 9 
mm o 1 ) . i^it^-i\r—)V3 5 m U f-^t" >T >®?T — -7 A 4 . 1 0 g. 4 
-3-K7-'J>l 1. 5 9g^JD^t, 1- (2-^DD^nf;>fyi/) - 3 

- (4-3-F7x^) ft9P72 0. 6 9 g£f#/Co 
M^flrffi (m/z) : 4 1 7 (M + ) 

m&n&m ? h^(DMso-d 6 , tms 

5:7. 53 (2 H, d, J=8. 5Hz), 

7. 56 (1 H, dd. J=4. 9, 8. 0Hz). 

7. 7 7 (2H. d. J =8. 5Hz), 

8. 12 (1H. dd, .1 = 1. 8. 8. 0Hz). 
8. 56 (1H, dd. J = 1 . 8, 4. 9Hz). 

2 ) 2 - ( 4 - 3 - FT— U «/ ) - 4 H - fcf U K [ 3 , 2 - e ] - 1 . 3 - f- 
7y>-4 

^;Sft#U©2) £lsU§ni:7?i££/IH^T> 1- (2-?Dn-3fy^^) -3 

- (4-3 - K7x^) ^Tf^ 1/710. 4 2 g (24. 9mmol) J; ^ N 
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2 - ( 4 - 3 - KT— U J ) - 4 H - t°U K [ 3 . 2 - e ] - 1 , 3-f7v> 
-4-*>8. 29 g^fco 
Sfe.6 : 263-264^ 
TtWi^Jfm ( C , 3 H K N 3 O S I t UT) 

C (%) H (96) N (%) S (96) I (96) 
n^fls 40. 96 2. 12 11. 02 8. 41 33. 29 
4 0. 9 0 2. 0 6 1 0. 9 3 8. 4 2 3 3. 5 5 

■mm 5 

2 — T— U y — 4 H - t° U K [ 3 , 2-e]-l. 3-f7y>-4-t> 
1) 1- (2-^pn^3f/^l/) -3-7x^ft l )L'7 
Hdfaf] 1 © 1 ) <tfc1*§£:^&T\ ^DD-3f>i5. 0 0 i£lt^*—Jl 
2 5mK fty7>i7> ; &- l )A2. 4 2g, 7-'i>2. 9 6g^ffl^T> 
1 - (2 -^DBZ3f;^W - 3 -7i^yl/^^-^U'T©ai^.^8. 1 3 

Km5>WflM (m/ z ) : 2 9 2 (M~ + 1 ) 

mmH&v&iX^? (cdc 1 3 . TMswif) 

5:7. 20-7. 83 (m, 6H), 

8. 16 ( 1 H, dd, J=2. 0, 7. 7Hz), 

8. 60(1 H. dd. J=2. 0, 4. 6 H z ) . 

9. 4-9. 8 ( 1 H. b r ) , 12. 0-12. 5 ( 1 H. b r ) . 
2 ) 2 — T— U / — 4 H — t° V K [ 3 , 2-ej-l, 3-f7y> -4-^ 

IW1©2) <tlP}^l/<£^^T% 1- (2-?DP^nf/^;l/) - 3-7i 
— ^f-*^UT©fiflfejffi4*l . 5 0g«fctK 2 - 7— U / - 4 H - t° U K [ 3 . 
2-e]-l, 3 -f7i?>- 4 1 . 0 5 g«! fc c 
OTM^HlX^^ f.;u ( DMSO-d f „ TMSWS|ii$) 
6 :7. 00-7. 8 5 (6H, m) , 

8. 48 (1H. dd. J = 8. 0, 1. 8Hz). 
8. 6 2 - 8. 9 0 ( 1 H. m) 
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fi'm^Hfrte (m/ z ) : 256 (NT+1) 

mm 6 

2 - (4-— huT-r-'J / ) - 4 H - fc°U K [ 3. 2 - e ] .f7-/>-4 -if 

2-^ao^3^>^8. 74g (55. 5mmol) ,igfkf^-;|/3.5m 
1. DMF2i©I^2 0 0ml©77X3'1i, 2 Mill^ilnft t /c 0 &tt« 
®&m*#in'&. j^ffT^L/c„ '&t>tltzmZ*T± h>30ml (r^ft?.$i± 
SO© 2 0 0 m 1 ©75 X a JC^7f"-> T>6^T >-t-=-'7 A.4 . 2 2 giJ-lr 
h>6 Om I XtimftLfco C©77X3i;l^©^Dn^3f >i 

SM^(CtnaJL/cT<^^^-i-L. tfli/&£-3 0 0ml (D77X3i;Anf: 0 
C©75X=i{C, p--hD7- U>7. 6 6gi7th>3 5ml©i$^A 
n/c^TiH-^MU i#T7 - 5 ^FEll^itTiT £>btzi 5 

C<D^i)X^}t hJVx.y 150ml£500ml ©77Xa|;A^ -r> - > = 

— —ho T— 'J / ) — 4 H — fc? U 'K [ 3 . 2-e]-l, 3-^T^>-4-^- 
> 1 5. 0 2 g^^/Co 

mmzL&m ? h ;u c d m s o - d H . •■* t f a - d . tms 

<5 : 7. 5 4 - 7. 5 8 ( 3 H. m). , 

8. 30 (2H. d. J=9. 2 H z ) , 
8. 53 (1H, d, J = 7. 3Hz) , 
8. 7 4 (1 H, d, J =4. 9Hz). 
7&MftVm (C 13 H B N,0 ;1 SiLT) 

C (96) H (%) N (96) S (96) 

SlIfiHi 52.00 2.69 18.66 10.68 
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51.87 2.55 1 8.77 10.48 

mm 7 

2 — ( 4 — i/T J T— 'J /) — 4 H — h° 'J K [ 3 . 2-e]-l. 
>- 4 > 

<tffi®fc:£tf;-T', >i3. 60g (30. 64mm 

0 1 ) , l&lt?-*— ;U2 OmU f-vf->T >!7> ; E-OA2 . 3 3 g, 4 - •> 
7V T^-'J > 3. 5 5 g^fflt^T. 2 - (4 - ->TV T— 'J 7 ) — 4 H — h° U K 

[3, 2-e]-l, 3 -^Tx>- 4 -*>6. 8 5g^; 0 

MM'iX^^ h7A (DMSO-d (i , T M S |*3SBffi2£, 8 0t) 
<5 : 7. 5 0 - 7. 5 5 ( 3 H, m) , 

7. 82 (2H, dd, J = 1 . 6. 6. 7 H z ) , 

8. 49 C1H, dd, J = 1 . 6. 8. 1Hz), 
8. 71 (1H, dd, J = l. 6, 4. 9Hz) . 

Ttmftffim. (C M H 8 N 4 OSiLT) 

C (%) H (96) N (96) S (96) 

mmm 59.99 2.88 19.99 11.44 

^IfcliE 59.65 2.88 19.81 11.23 

mmm 8 

2 - (4 -/ h + >T-'J 7 ) - 4 H- tf'J K [ 3. 2 - e ] - 1 . 3 —*f-T 

mmm6 tmmte-jj&T', ? uu—^^-yms. o o g„ mitn-— ^2 5m 

1 > t^t'>7>|[7>t- l )A2. 42g, p-7-y^>3. 9 l g^H^T, 

2 - (4 - / h + ->7i'Jy) - 4 H-fcTU K [3. 2 - e ] - 1 , 3 -f-TS* 
> - 4 -tJ->7. 3 1 g^f^c 0 

|j£ : 2 5 0 - 2 5 1 °C 
TimftffiW. (C l4 H n N 3 0 2 Si LT) 

C (96) H (96) N (96) S (96) 

5 8.93 3.89 14.73 11.24 
I 5 8.93 3.93 14.71 11.11. 

mm 9 



31 



WO 97/17970 



PCT/JP96/03339 



2 - ( 4 - h U d jt ^JlT— 'J J ) - 4 H - t" 'J K [ 3 , 2 - e ] - 1 . 

3 -f-T >'>- 4 

1 , f-+->T>jtT>^— 42g, 4-7;y<>'/h'J7^'J K5. 

1 1 g£fflO*T. 2 - (4 - b U 7;l/tD> 'J /) —4 H — h° U K [3, 

2-e]-l, 3-^T-^>-4-^>8. 16g^#t„ 
MA: 2 8 0 - 2 8 3 "C 
7c«#t/Hfi (C |/ ,H 8 N 3 OSF 3 <t IT) 

C (96) H (96) N (96) S (96) F (96) 
Jp.HfiS 52.01 2.49 13.00 9.92 17.63 
; &®H£ 51.95 2.54 13.02 9.98 18.18 

m&m i o 

4 - [ ( 4 -* + V- 4 H- tfU K [ 3, 2 - e ] - 1 . 3 -^T : Jy- 2 - 
iU) 7; / ] 3c.§.#!&^f-Vb 

6 tra«/j:3GrjSfeT, 9 a a — a+yms. OOg, ffiYbf-aT— 5 m 
Is ft->7>i7> ; &- r 7i,2. 4 2 4 -T i / ^Mffi^f-^ 5 . 24 
g£Wt^T\ 4 - [ (4-t*7-4H-t"'J K [ 3. 2 - e ] - 1 , 3 -f-T 
i?> - 2-4 J\s) 7;/] Elfftif^ 8 . 88g 
: 2 3 0 - 2 3 3t 
7C*»«f« (C 16 H 13 N 3 0 3 S£ UT) 

C (96) H (96) N (96) S (96) 

mmm 58.70 4.00 12.84 9 . 8 0 

sfeSfcffi 58.37 4.01 12.92 9.83 

mmmi 1 

2, 3-vbKn-2- [ C4 - yf/l/7x^yl/) Y i J ] - 3 -^nt°;b- 

4 H - k° U K t 3 , 2 - e ] - 1 . 3 - ^-T >" > - 4 - >RZf 2 - [ N — (4 
- t ^;U"7 x— </IO - N - 7d h°ybT i / ] — 4 H — fc° 'J K [ 3 . 2 - e ] - 1 , 
3 -f7y>- 4 -?f> 

2 - ( 4 - y- ^;i/T— 'J /) - 4 H - fc?U K C 3 , 2 - e 3 - 1 . 3 - f-T 



32 



WO 97/1 7970 



PCT/JP96/03339 



>-4-7j->900mg(3. 34mmol), DMF15ml ©ffi^ilC7;l/ 

C3-7ftn-^Dh>5 6 8mg £Jn* 2 TOW L/c n C 
fl£ffTflM8U#t>ft*:3£3K7j<. ttBfif-^Jtax.ftfiWLfco W8lH£#ttU 

A) U -fftfi!14#/Ki LT2. 3 -yt Ko- 2 - [ (4 - y f-/l/7x-;l/) -Y 
i / J - 3 - ~fu if J]/— 4 H - fcf U K [3, 2 - e ] - 1 , 3 - f ?•>'>- 4 — 
t>5 8 4 mg >J:0flf»iifi; *»CT«tt«WiLT2- [N 

- (4 -> ^7U-7i^;U) - N -"7*0 tVUT ; / ] — 4H — t°U K [3, 2-e] 
-1, 3-f7y>-4-t>179mg (jc— rTl-J: &Wz 0 

1 ) 2. 3-yhF'p-2- [ (4 - yf;l/7i-;l/) -f i J ] - 3 -7"n t° 
A/- 4 H - fc?U K [3, 2-e]-l. 3-f7y>-4-t> 
S4 : 1 0 4 - 1 0 4 . 5 *C 
7t;^#f/rM (C 17 H 17 N 3 OSiLT) 

C (96) H (96) N (%) S (96) 

aiififi 65.57 5.50 13.49 10.30 
^^iffi. 65.53 5.50 13.45 10.24 
2) 2- [N- (4-yf;l/7i--/L-) -N -^ntf/UT i / ] - 4 H - tf U 
K [ 3 , 2 - e ] - 1 . 3 — -f - T > — 4 
Stft&tfrtf Cm/ z ) : 3 1 2 CM' + 1 ) 
iWIX^^ h^A (CDC I 3 , TMSfotftffiM) 
6:0. 97 (3H. t, J=7. 3Hz). 

1. 6 9 (2H, q, J = 7. 9. 7. 3Hz). 2. 4 5 (3 H. s). 
4. 0 9 (2H, q. 3 = 7. 9Hz) , 
7. 1 9 (2H, d. J = 7. 9Hz) . 
7. 33 (2 H, d. J=7. 9Hz). 

7. 44 (1H, dd, J=4. 5, 7. 9Hz), 

8. 5 4 ( 1 H, d d. J = 1 . 8. 4. 5 H z ) , 
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8. 65 (1H. dd, J = 1. 8, 7. 9Hz). 

mm 1 2 

2. 3 - S? t Kn- 2 - [ C4 - ^f;b7x^) -f = >/ ] - 3- (2-^7 
"7°p t°7k) — 4 H - t° 'J K [ 3 . 2-e]-l. 3 - +T 'J > - 4 - it > M 2 
- [N- (4-y^7i-W - N - ( 2 - Y t°7U) 7;/] -4H- 

t°'JK[3. 2-e]-l. 3-f7y>-4-t> 

2 - ( 4 — > -f-ybT— 'J y ) - 4 H — t° U K L 3 , 2-e]-l. 3-f7y 
>-4-*>9 0 0mg (3. 34mmo 1) . 7jc*ft U A 2 7mg, 3 ^ 
ft-fV/oe;l/5 6 8mg^jfll^ifll 1 iP*tttr&Tficj£$-tf-, 

A) L, 141^1^:1X2, 3--> tKo-2- [ ( 4 - / f-/U? x -f 
I / 3 - 3- ( 2 - -f V^p fc°7U) - 4 H - t° U K C 3 , 2 - e ] - 1 . 3 -f- 
7y>-4-t> 2 7 2mg ( 2 6 9-6. ^-fJV-^-^y J; fJWUffi.) £ x & 
itTOiUT2- [N- (4 -N- ( 2 - -f y7n k°;U) 
7;7] - 4H-t'U K [3, 2 - e ] - 1 , 3-f7y>-4-t>2 4 8m 

1 ) 2 . 3 - -J b K P - 2 - t ( 4 - y x ^-71/) -T ~ J ] - 3 - ( 2 - 

^V7°ph» -4H-t°'J K [3. 2-e]-l. 3 -^T^>- 4 
Mj& : 1 3 2 - 1 3 3 X: 
jiMfrVrU (C 17 H l7 N 3 OSiLT) 

C (96) H (96) N (96) S (.96) 

mmm 65.57 5.50 13.49 10.30 

65.53 5.55 13.36 10.30 
2) 2- [ N — (4 -Jf-foyx.— JU) -N- ( 2 V7°p h°7U) 7;/] 
-4H- t°U K [3. 2-e]-l, 3-f7y>-4-t> 
: 1 7 9 - 1 8 0 «C 
ftmfHfrW. (C 17 H 17 N,OSiLT) 

C (96) H (%) N (96) S (96) 

mmm 65.57 5.50 13.49 10.30 
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mmm 65. is 5.42 13.44 10.12 
mmm 1 3 

3--7*^;U-2. 3-ykKD-2 - [ (4 - yf^7x^;l/) ^ i J ] -4 
H-fcf'J K [3. 2-e]-l. 3-f7y>-4-t>M2- 
— N— (4-yf;l/7i-Jb).7;/] — 4H — fcfV K [3, 2-e]-l. 3 
-f-Ti?>- 4 -5j-> 

2 - ( 4 - /■ ^;t/T- U y ) - 4 H - t° U K [ 3 . 2 - e ] - 1 , 3 - 
>-4-t>9 0 9mg (3. 3 8 m m o 1 ) , 'Jf ^A27m g> 3^7 

i&mftWgtLX 3 2, 3--/t Kp-2- [ (4-/f;b7 x -;i/) 
^;;] - 4H-f'J K [3, 2-ej-J. 3-f 7y>-4 -t>5 7 1 m 
g (5 2%, ^-t-^-^^^J;!?^^) W*tt«rHiLT2- [ N - 
■Tf-yU-N- (4 - ^;l/7x-;l/) 7i;] - 4 H — t° U K [3. 2-e] - 
1. 3-f7y>-4-t>157mg (i— ryU «fc 0 Pffcfi) £**fco 

1 ) 3 -fi-Jl- 2, 3-yhKn-2- [ ( 4 - /• ^1/7 x-;lO -f $ / ] 
-4H-tfUK[3, 2-e]-l. 3 -*T*Jy- 4 
IK * : 6 7. 5-68. 5 
ycafca-Wtt (C :s H 19 N,OSiLT) 

C (96) H (9-6) N (96) S (96) 

mZMi 66.43 5.58 12.91 9.85 

66.39 5.83 12.85 9.88 
2) 2- [N-y^-jU-N- (4-yf^7x-A) 7-;] -4H-t°U K 
[3, 2-e]-l. 3 -3-TiS>- 4 

: 1 2 8 - 1 2 9t 
fcmftffim. (C 18 H 19 N 3 OSiUT) 

C (96) H (96) N (96) S (96) 

SffrU 66.48 5.58 12.91 9.65 
'Mmm. 66. 49 5. 90 12. 8 8. 9. 82 
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mw\ 1 4 

3 -TU;U- 2, 3 - iSh Kd- 2 - [ (4 - yf;i/7x-;l/) -< ~ y ] - 4 
H-b°UK[3, 2-e]-l. 3-f7^>-4-t>SD ! 2 - [N-7iJ^ 
-N- (4->f^7x-W 7;y] - 4H-t°'i K [3, 2 - e ] - 1 . 3 
-f7y>-4 -^"> 

2 - ( 4 - / *)IT— ij y ) - 4 H - h° U K [ 3 . 2 - e ] - 1 . 3 -f-7v 
>-4-7t->900mg (3. 34mmo I) „ zk £{fc U ^-^ A 2 7mg. ^ft 
T 'J yb4 0 4 mg^ffl^tiM 1 l £TO/.m£T£l£;*-tK f#£ftfcj£££. 

©H'Jf^Ki LT3 — T'JyU— 2, 3 - S?fc Kd- 2 - [ (4 - y f-yL,? i^-jb) 
-f i y ] - 4 H - h" 'J K C 3 , 2-e]-l, 3-f7v>-4-t>5 3 9m 

N- (4 -y f;l/7x- AO T i / ] - 4 H- t°'J K [ 3. 2-e]-l, 3- 

1) 3-7'J;l/-2, 3 - 5>t Ko - 2 - t C4 - y j.~)V) <i I J ] 
- 4 H - fc? U K [ 3 . 2 - e ] - 1 , 3 - f 7v>- 4 — 

NL£ : 1 0 2 - 1 0 3 °C 

^»+/T-ffi C C , 7 H , s N 3 O S t lt; 

C (96) H (96) N (96; S (96) 

mii&m. 66.00 4.89 13.58 10.36 

mmm 66.05 4. so 13. 6 1 10. 39 

2) 2 - [ N - T U ;U- N - (4-y f)b7 x. —JU~) 7;/] — 4 H — t° ') K 
[3, 2-e]-l, 3-f-Tv>-4-7T> 

Mfl-flHti (m/ z ) : 3 1 0 (M ' + 1 ) 
Wffin&M*'*? h^A (CDC I 3 , ' T M S rtSBTO) 

6:2. 44 (3H, s), 4. 71 (2H. d, J = 6 . 7Hz). 
5. 15 ( 1 H, d, J = 1 7 H z ) , 

5. 19 ( 1 H. d, J = 1 OH z) , 5. 93-6. 0 2 ( 1 H. m), 
7. 19 (2H. d, J=8. 6Hz), 
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7 . 3 1 ( 2 H, d, J = 8 . 6 H z ) , 



7. 35 (1H, dd. J = 4 . 9. 7. 9 Hz), 

8. 55 (1H. dd, J = 1 . 8, 4 . 9 H z) . 



8. 65 ( 1 H. dd. J = 



1 . 8, 7. 



9 3 H z ) . 



mm 1 5 



3 -Ky^jV- 2, 3-yhKo-2 - [ (4 - y^7x-;l/) -T i J ] - 
4H-t°UK[3, 2-e]-l. 3 -f 7^ >- 4 -^>M2 - [N-'O 
•^U- N — ( 4 - / x .=.71/) T $ J ] - 4 H - fcf 'J K [ 3 . 2 - e ] - 1 , 
3 -f7i?>- 4 -;*> 

2 - ( 4 - y ^;UT^ U / ) — 4 H — h° U K [ 3 , 2 - e ] - 1 , 3-f7y 
>-4-t>9 0 0mg (3. 34mmo I) , /K^<t U f^A 2 7mg, j^fc 
^>i>;U5 7 2 mg^]iNTWjl l t mtzUik-CRteZ-tt. '&t>tltzB.Z 

> 'J*V^7A^ DV * -Tf#33 : * DD*K) U 

<ftffit*.4&W ilT3-A:> vVU - 2 , Fp-2 - [ ( 4 - y x. — 

Jls) -i I J ] - 4 H- h°U K [3. 2-e]-l, 3-f7v>-4-t>63 
1 m g C 5 2 JC-^U-^+-9-> c t *)^MiI7i) i^W^Mi LT2 - [N 

(4-^f^7x-;W 7-;] -4H-h°') K [3, 2 - e ] 
-1. 3-f7y>-4-t>2 3 8mg (jl-tvI/J: 9ff**£) £#fc„ 

1 J 3 2. 3-ytKa-2 - [ (4 - >f^7x-W 

-4H-t 0 U K [3. 2-e]-l, 3-f7y>-1-t> 
ralfeA : 1 2 5 - 1 2 6t 



nmm. 70.17 4.77 11.69 8.92 

70.22 4.7 4 11.65 8.83 
2)2- [ N — s<.> i/jU— N — ( 4 - y 3-—J\s) 7;/] -4H-t 6 'J 

I* [3. 2-e] -1. 3-f7->>-4-t> 
: 1 5 4 - 1 5 5 °C 
Tt&frVrm (C 2l H 17 N ;1 OSitT) 




C (%) 



H (%) 



N (%.) 



S (96) 
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C (96) H (96) N (96) S (%) 

mmW. .70.17 4.77 11.69 8.92 
Umm 70.32 4.79 11.70 8.86 

mmm 1 6 

2 - [ (4 -y'u^y /] - 2. 3 - yt Ku- 3 -y f-yU- 4 

H - h° U K [ 3 . 2 - e ] - 1 , 3 - =tT 'J > - 4 - * >Jklt 2 - [ N - ( 4 - 
7" p 7 i -=./!/) -N-y f->>UT i J ] - 4 H - tfU K [ 3. 2-e]-l, 3 
-f-T>">-4-7t->3-^T>>--1-pJ-> 

2 - (4-7'Pt7-'W) - 4H-t°'J K [3, 2-e]-l. 3-^T^ 
>-4-t>9 0 0mg C2. 6 9 mm o I) „ 7|<f?t<fc U A 2 4 m 3^ 
Yby^7U4 2 Omg^/m^TH^Jl 1 £ra^#&T£tt>£-fc!\ W^htitcm^ 

■> u ^y;^ 7 a ^ □ 7 h ^"7 7 ^ -tiis (mitimm : ^dwa) u 

M1<fe«£LT2- [ (4-7'D^7i^) 4-UI-2, 3-vtKo- 
3 -/ 4 H-tTU K [ 3. 2-e]-l, 3 - : J > - 4 - * > 8 0 3 

mg (8 6%, a.— f;U-^+*>«t &x &WJ:«fe®f<i: LT2 - [N 

- (4 -7nt7ii« -N-yf-vUT ;/] - 4 H - fc? 'J K [ 3 , 2 - e ] 

- 1 , 3-f7^>-4-^>107mg (i— r;l/ J: *9 TW;&) £f&/c 0 

1 ) 2 - [ (4 -7'd*7x-^) 1* £ J ] - 2. 3-ytKo-3 -/ ^-JV 
-4H-b°UK[3. 2-e]-l. 3-f7y>-4-t> 

: 1 4 8 - 1 4 9 X: 
Ttmftffiffi. (C 14 H, 0 N 3 OSB riLT) 

C (96) H (96) N (96) S (96) Br (96) 
48.29 2.89 12.07 9.2 1 22.95 
U£«MS 47.95 2.78 12.00 9 . 3 J 22.57 

2 ) 2 - [N- (4 -7'o ; e7x-^ -N-> *-;UT ;7] — 4 H — h° U K 
[3, 2-e]-l. 3-f7y>-4-t> 

«t*^rrffi (m/z) : 3 4 8 (M* ) 

OTm* n l X^h 7 A (CDCl„ TMS rtflJTO) 

(5:3. 7 0 (3 H, s). 6. 7 9 (2 H. d, J = 8 . 6Hz). 
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7. 2 8 ( 1 H, d d, J = 4. 9. 7. 9 H z ) , 

7. 50 (2H. d. J=8. 6 H z ) , 

8. 55 (1H. d, J = 7. 9Hz), 
8. 59 (1H, d, J = 4. 9Hz). 

3) 2 - [N- (4 -7Dt7i-iW -N-S^JUT = /] — 4 H — fc° U K [3, 
2 - e ] - 1 . 3 - f-T > : > - 4 -XymmfttiL 

2 - ? on^nf >i l. 618g(103mmol). i&lb?- * — Jl 1 5 m 
U DMF 2M(Dm£®$: 10 0m) ®7vX3t 2WJ0lMl/; o 
^£rfr£|l^ ^IETii$fHLfco #t>n/c££££T-tr h > 1 0ml KfgJ$?£-ti-/c 0 
-^;*->T >t-OA 7 9 8mg, T-tr b > 1 5 m I 5 0 m 1 ©77X3 

£.ttz^mVB$:M£:L. 1 0 0ml ©77X3i:Ito/; 0 CCD-T^xnfc. 

4 -7'ot-N-yf;i/7- 'J > 1 . 8 0 8 g, T-fcr h > 1 0 m I (DM^^A 

H#IW!JH*Lrt:fiK 8 0 0ml ©JjCTkf irjg^ FB8»7\ f# t>titz ttSSt^B ^MML^ 

Ttastu Mj:r.F^^i+/c 0 z&man&fo&x.? s -ju&*)nf&&LT, 2- [n 

- (4-7 , P€7x-;l/) -N-/f;l/7;/] -4H-fc?U K [3. 2-e] 
-1. 3 -^T^>- 4 2. 4 4g^fc 0 . 

M j£ : 2 2 0. 8 - 221. 8 'C 

7C%£M?ftt (C I4 H 10 N 3 OSB r tLTJ 

C (96) H (96) N (96) S (96) Br (%) 

mmm 48.29 2.89 12.07 9.21 22.95 

•£ffl!Jfi£ 48.22 2.87 12.05 9.27 23.24 

mmm n 

2- [ (4 -7Dt7x-;W >f $ 7] -2. 3-y'h Ku-3 -^PtVU- 
4H-b°UK[3. 2-e]-l, 3 -f-TS? >- 4 >&tf2 - [N - ( 4 
-7'D*7x —Jls) - N - 7>"p t°;UT = 7] — 4 H — fc? U K [ 3 , 2 - e ] - 1 , 
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3 -=tT : Jy- 4 -7f> 

2 - (4 -T'ntT-'J /) -4H-h°iJ K [3. 2-e]-l, 3-f7<^ 
>-4-;*>900mg(2. 69 mm ol) , yk&Yfc I )f-)i24mg, 3 ^ 
^Dt°^5 0 3 m g v-cf!ditjtfij 1 1 t lnJ«*E:£i£T&JS£-ti\ Wfhtltzm 

i/ l ) ft *f jV'tj a ~7 h ^7 v ^ --cf&JH CWMSWm : ? o o *;UA) 
U ffifr!M/M<t LT2- [ (4 -7'p^7i-/1/) ^ c y ] _ 2. 3 - >? h K 
p-3-7 5 D t>-4H-t 0 iJK[3, 2 -e]-l. 3-f7y>-4-^> 
8 1 lmg (^--r;t/-^+ir->J;ti^aV.) Mf±WfitLX2- [N - 
(4 -7'd*7i^I/) -N--7°a h°;UT ; / ] — 4 H — h° 'J K [ 3 , 2 - e ] 
-1. 3-f7-/>-4-^>l 03mg (.x--fyl' e t'9ffi'a«i) £-?#Aio 

1 ) 2 - [ (4 5 y ] - 2. 3 - 'J t Ko - 3 - zfu t° 

;U-4H-tfU K [3. 2-e]-l. 3 - f 7^>-4 — 

fifcj& : 8- 9 - 9 0 *C 

Tt^tff^iS (C 16 H u N 3 OSB rtU) 

C (%) H (96) N (96) S (9b) B r (96) 

mmm 51.07 3.75 11.17 8. 25 21.24 
msstu 51.05 3.77 11.19 8.56 21.15 

2) 2- [N- (4 - y'a^ey ^^.JU) - N --fa \£)VT I J ] — 4 H — h° »J 
K[3. 2-e]-l, 3 -1-T : Jy- 4 
®*##HI (m/z) : 3 7 6 (M x ) 





(CDC 


1 3- 




6 : 0. 


9 6 


(3 H, 


t . J = 


7. 


3Hz), 




1 . 


6 9 


(2 H, 


dt, J 


= 7 


. 3, 7. 


9 H z ) 


4 . 


0 8 


C 2 H, 


t . J = 


7. 


9 H z ) . 




7. 


2 1 


(2 H, 


d. J = 


8. 


6Hz;. 




7. 


3 7 


( 1 H. 


d d, J 


= 4 


. 9, 7. 


9 H z ) 


7. 


6 8 


(2 H, 


d, J = 


8. 


6Hz), 




8. 


5 7 


( 1 H, 


dd, J 


= 1 


. 8, 4. 


9 H z ) 


8. 


6 5 


( 1 H, 


d d. J 


= 1 


. 8, 7. 


9 H z ) 
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mmm 1 8 

3 -Oi?JU- 2 - [ (4 -7d^7x-W -Y 5 y ] - 2. 3-yt|>D- 
4H-k°UK[3. 2-e]-l, 3-f7y>-4-t>M2 - [N-^> 
>?;U-N- (4 -yotTi-W 7;/] - 4 H- t°'J K [ 3, 2 - e J - 1 . 
3 -f7-/>- 4 -it> 

2 - (4 -yotT^'J / ; - 4 H- t"U K [3. 2-eJ-l, 3-f7y 
>-4-^->9 0 0mg (2. 69mmo I) , Tk^fft: 'J^A24mg, #L-ffc 
K> v^U 5 0 7 m « Zmi -TmWi 1 1 £ ffifctt* ifcT£j£S » •?» * 

3-2>k Kp-4 H-fU K [3. 2-e]-l. 3 -f 7i? >- 4 -t>7 4 

v;b-N- (4-7*Dt7x-A) 7; 7] - 4 H - b? U K [3, 2- e] - 1, 
3 -*-T5*>-4 -3j-> 1 6 3mg (x-f;I/-x^y-;i/,j:>)||^n) 

1 ) 3 -^>v;b- 2 - [ (4 -7*0^:7 x^i/) -f $ y ] - 2. 3-yhK 
o-4H-t°U K [3, 2-e]-l. 3-f7y>-4-t> 
: 1 4 7. 5-148. 5 «C 
7c£5MJtB (C 20 H m N 3 OSB riLt) 

C (96) H (96) N (96) S (%) B r C96) 
mmW 5 6.6 1 3.33 9.90 7.56 18.83 
*«feffi 56.22 3.17 9.7 9 7.53 19.04 
2) 2- [N-^>i?;l/-N- ( 4 -7'o^7x-;l/) 7; y] - 4 H — t° 'J 
K [3. 2-e] -1. 3-f7v>-4-t> 
SfS^/ff® (m/z) : 4 2 3 (M + ) 

mm%.m%x^? h^i* ccdc i 3 . TMsraM) 

5:5. 33 (2H, s), 6. 97 (2H, d. J = 8. 6Hz). 

7. 26-7. 28 (5H. bs). 7. 35-40 (1 H, m), 

7. 57 (2H. d, J=8. 6Hz). 

8. 58 (1H, dd. J = l. 8 3. 4. 8 8 Hz) , 
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8. 69 (1H. del. J = 1 . 8 3, 7. 9 3Hz) . 

mmm 1 9 

2 - [ (4 DD7i-ib) ; y] - 2 . 3-ytKo-3 -jc^/U- 4 
H-t°UK[3. 2-e]-l, 3 - f-T ^ > - 4 2 - [ N - ( 4 - 

^dd7i^) -N-xf;l/7;;] - 4H-f'J K [3, 2 - e J - 1 . 3 
-f7y>- 4 -;*> 

2 — T— 'J 7 ) — 4 H — t° U K [ 3 , 2 - e ] - 1 , 3-f7y 

>-4-t>90 Omg (3. 1 lmmo I) „ zKfltfb U ^ *7 A 2 5 m g. 3^ 
{bi^;U5 8 4mg£ffl(^T§l;&fe#U 1 t m®teJ]&T'lx.fcZ n^tltz^ 
yU^m7A^PVhy77<-TlSf : ^no^UZO U 

(SSttfi LT2 - [ (4-^np^i x J ] - 2 , 3 - 5* t K □ - 

3 - if- ;U- 4 H - tT U K [ 3 . 2 - e ] - 1 , 3 - > - 4 - * > 5 7 7 

m g (5 8%, Ji-^-Jl-^Jr-y-yJ: Oft**^.) «.H!lilt2- [N 
- (4 - >7 dd7 - N-i^;UT ; 7] -4H-h°'J K [3, 2 - e ] 

-1. 3-f7^>-4-t>6 lmg (6%. J; 0 mS.fr.) &mz 0 

1 ) 2 - [ (4 - ?dd7i-;I/) -Y i y ] - 2. Kn-3 -j^^jU 

-4H-h°UK[3, 2-e]-l, 3-f7^>-4-t> 

WS##HI (m/z) : 3 18 (M + ) 

^mm^HIX^ H7A (CDC ] ;| , TMS WffBfil^) 
5:1. 38 (3 H. t, J=7. 3Hz), 
4. 43 (2H. q. J=7. 3Hz). 

6. 84 (2H, d, J=8. 5Hz). 

7. 2 7 (1H. d d. J =4. 9, 7. 9H z) , 

7. 35 (2 H. d. J=7. 63Hz). 

8 53 (1 H. dd. J-l. 8. 7. 9Hz). 

8. 5 7 ( 1 H. dd. J = 1 . 8. 4. 9Hz) . 

2) 2 - [ N - (4 vay jl—JU) -N-i^^T ; y] — 4 H — h° 'J K 
[3. 2-e]-l. 3 -f7y>-4 
M£. : 1 5 1-1 52t 
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Ttmwm (c„h 12 n 3 osc 1 1 lt) 

C (96) H (96) N (96; S (96) C 1 (96) 
SflfrtK 56.69 3.81 13.22 10.09 11.16 
'^'®i1ia 56.38 3.79 13.23 9 88 11.39 
2 0 

2 - [ (4 - ?DD7x-A) -f = y] - 2. 3-^h Kd- 3 --fa t°;U- 
4H-h°U K [3. 2-e]-l. 3-f7y>-4-t>M2 - [N- (4 

- 9 a D 7 x^;U) - N - tVl/T ;7] — 4 H — t° 'J K [ 3 , 2 - e ] - 1 , 
3-^-T^>-4-7T> 

2 - (4-^0P7-'J/) - 4 H - fc° >J K [3, 2 - e ] -1, 3-f-T^ 
>-4-t>9 3 9mg (3. 24mmo 1) „ vjc^-ft: 'JfOA26mg s 3^7 

s •> u # y;u* 7A^D7h^7^ -til (*&&*§«£ = ? □ □ *;ua ; 

U f&^Mfff <b LT 2 - [ ( 4 - ? P P 7 x — ;b) J J ] - 2 . 3 — fc K 
P-3-yph°;U-4H-t°U K [3, 2-e]-l, 3-f-T^>-4-^> 
6 6 9 m g ( 6 2 96, jl— r;!,- -s*-* > J; <9 W|gA) LT 2 

- [N- (4-^do7i — N — ~fa bVUT •/] — 4 H - t" U K [ 3 . 
2-e] -1, 3-f7v>-4-t>l 12rag (10 ^6. .x-^vU <fc ^ .p^ 

1 ) 2 - [ (4 DD7i^k) i y ] - 2, 3-ytKn-3 -7"p t° 
yi/- 4 H- tf'J I* [3. 2-e]-l, 3-^-T^>-4-pt-> 
Sfe & : 9 4 - 9 5t 

Tt^j^-l/rffi (C 16 H, 4 N 3 OSC ) t LT) 

C (96) H (9-6) N (96; S (96; C 1 (96) 
SffaTfifi 57.91 4.25 12.66 9.66 10.68 

mmm 57.91 4.14 12.69 9.66*10.50 

2) 2- [ N — (4-7DD7i^) -N-7Dt°;b7;/3 -4H-t°'J 
K [3. 2-eJ-l. 3-7-T-S>-4-7t> 
M&MJfM (m/ z ; : 3 3 0 (M ■ - 1 ; 
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Mfv«X^? h7A (CDC I 3 , TMSM$) 

6:0. 96 (3H, t, J = 7 . 6Hz), 

1 . 6 5 - 1. 7 2 ( 2 H. m) , 

4. 0 8 (2H, t , J = 7. 6 H z) . 

7. 28 (2H. d, .1 = 7. 56Hz), 

7. 3 7 ( 1 H, dd. J=5. 0, 7. 9Hz). 

7. 52 (2H. d. J = 7. 6 H z ) . 

8. 56 (1H, dd, J = 1 . 8, 4 . 9Hz). 
8. 65 (1H, dd, J = l. 8, 7. 9Hz). 

mm\ 2 1 

3 -s<>i?jls- 2-[(4 ->7 a a? s.-)V) J i S] -2, 3-ytKo- 
4H-h°UK[3, 2-e]-l. 3 -f 7y>-4 -t>W2 - [N-<> 
ifjl- N - 7x^yl/) 7;7] — 4 H — h° 1 J K [ 3 . 2 - e ] - 1 , 

3 -?-Ti?>- 4 

2 — ( 4 — ^ o u7- U y ) — 4 H — fc? U K [3, 2 - e ] - 1 . 3-f7y 
>-4-ty9 0 0mg (2. 6 9mmo I) , /Ks£<b U f"} A 2 4mg, J^fb 
K>y;U5 0 7 mg^l^tiWI 1 1 t li^*iyj&T£/££ ^^n/c^$ 

flyHfli&K £ LT 3 -s\>i/JU- 2 - [ ( 4 - y* o D7i.r^U) -f 5 / 1 - 2 , 

3-yt Ko-4H-t° , J K [ 3 , 2-e]-l. 3 -f 7y>- 4 -^>7 4 

6m g (65%,x-f^-'s+^>J:*) 9 B fl ) ^ , Mm±WMtLX2- [N 

-K> i?^- N - (4-?DD7x 7;/] — 4 H — t° U K [3, 2 - e ] 

- 1 , 3 - f 7y> - 4-t|->1 63mg (14%, -x-t^J; 9?^bh) £t# 
/- 

1 ) 3 --^ > 2 - [ (4-?pd7i —JU) 4 x J ] - 2 . 3-yh K 

D - 4 H - t° U K [ 3 . 2-e]-l, 3-f7y>-4-t> 
lMj& : 1 3 5 - 1 3 6 °C 

Tcmfttnm (c 20 h 14 n 3 osc i £ ut) 

C (%) H (96) N (96) " S (96) C 1 (9-6) 
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MUiiM. 63.24 3.71 11.06 8.44 9.33 

mmm 63. 10 3. 60 11. 05 8. 51 9. 43 

2) 2- [N-'Oi^U-N- (4-^DD7x-;b) TiS] -4H-b°U 
K[3. 2-eJ-l, 3-^T-^>-4-^> 
WS##r1iS (m/z) : 3 7 9 CM'*') 
^m^itng ^ h5A (CDC ) 3 , TMS rtSBTO) 

<5:5. 53 (2H. s), 7. 04 (2H. d, J =8. 6Hz). 

7. 26-7. 28 ( 5 H. bs). 7. 37-7. 42 (1 H. m), 

7. 41 (2H. d, J = 8. 6Hz;, 

8. 58 (1H, dd. J = 1. 8. 4. 9Hz) . 
8. 6 9 (1H, d d. J = 1 . 8. 8. 9H z) . 

mmm 2 2 

2 - [ (4-3 - K7x^) $ /] -2. 3-vt Kd- 3 -7°Dh°;l/- 
4H- tf'J K [3. 2-e]-l, 3-f 7y>-4-t>S0 ! 2- [N— (4 

- 3 - Y-7 — N — ~fu h°JUT = J ] - 4 H - h°U K C 3 , 2 - e ] - 1 . 
3 -f-T-^> - 4 

2 - ( 4 — 3 — KT— U / ) — 4 H — h° 'J K [3, 2-ej-l. 3-^T-^ 
>-4-t>9 0 0mg (2. 3 6mmo 1 ) , 7.K b 'J f"7A2 3mg, 3 r> 
fL7 D Pt°;U4 8 2 m g ^(^TftgJfctfiJ 1 1 £ |wJ^;S&T&Ac;$-fcK *#t>:}a^ 

> 'J ^7 5A^D7 h ^7 "7 -f — ~cSfi$2 (Stt}»«E : 7DDm) 

U ffiitttfi LT 2 - [ (4-3 - |'7x ^ $ J ] - 2 . 3-ytF 

o-3-7 p Dt 0 ^-4H-h 0 'J K [3. 2-e]-l. 3 - ?-T if > - 4 - * > 
6 5 3mg (65%, i-^U- ^-tf- > j; (9 ftfe-ft) IittteIilT2 

- [N- (4-3-KVi-^^l/) -N-7°Dt°;l/7;;] -4H-f) K [3, 
2-e] -1. 3-f7y>-4-t>40mg ( 4 96. i— f;l/ J: ^ 

1 ) 2 - [ (4-3 - K7x^.;l/) 'f ;/] - 2. 3 - 5?h Kd- 3 -~fu fc° 
^-4H-t°UK[3. 2-e]-l. 3-f7y>-4-*> 
Il£ : ] 0 4. 5-105. 5^ 
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TcMimm (C l6 H M N 3 OS I tLX) 

C (96) H (96) N (96) S (96) I (96) 

mmm 45.40 3.33 9.93 7.58 29.98 

f£M 45.17 3.27 9.75 7.69 30.06 
2) 2- [ N — (4-3-K7x^;b) -N--?nb?JlsT i S] -4H-t°') 
K [3, 2-e]-l. 3 -f7-/>- 4 
: 2 0 4 - 2 0 5t 
7C*5MfffI (C, 6 H M N ;) 0Sli LT) 

C (96) H (96) N (96) S (96) I (%) 

MifoliS. 45.40 3.33 9.93 7.58 29.98 

mmW. 45.28 3.11 9.81 7.56 30.14 

mm 2 3 

2 - [ (4 - >77 7x^) •<;/] - 2, 3-ytKo-3 -^o hfjl— 
4H-f'JK[3, 2-e]-l. 3-f7y>-4-t>M2 - [N- (4 

- ->ryy ju-ju) -n--?"p evur $ j ] - 4 h- t°'j K [3, 2 - e ] - 1 . 

3-f7y>- 4 

2 - (4-y7/7-'J/) - 4H-t°'J K [3. 2 - e ] - 1 . 3 - ?-T v 
>-4-t> 9 0 0mg (3. 2 1mmo I) , Oflkft 'If^A^l 2mg, 3 
^ot°;U6 5 5 m r £flH *TOd®0iJ 1 1 <hffi$nim-T'/xJ££-tf. » ^tltzB. 

$ £ , > U 77 y;U*7 7i?P7^77^ -Tt'SM :^DD frJlsA ) 

L, fSfet4M<h LT 2 — [ (4 -•>?; 7x^;l/) » y ] - 2. 3 - i? t K 
D-3-7 x Dh°^-4H-h°'J K [3, 2-e].-l. 3-f7-;>-4-t> 
7 3 4mg (7 196, x.- t - >cfc *) m&&) ffiW&ffi'g ilt2 

- [N- (4 ->TS 7*.— 7U) -N-7Pt>7; 7] -4 H — t° ') K [3. 

2 - e ] - 1 . 3 -f75?>- 4 -t>100mg (10%, .x — -r/U J; 0 FIM 

1 ) 2 - [ (4 -i/T 4 i S] -2, 3-yh Kd-3-7d1: 

4 H - t°U K [ 3 . 2-e]-l, 3 - f-T v > - 4 - * > 
it* : 1 1 4 - 1 1 5 t 
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7tm's>mm c c , 7 h , , n 4 o s t lt; 

C (96) H (%) N (96; S (9-6) 

ailllffi 63.34 4.38 17.38 9.95 

63.14 4.29 17.33 9.87 

2) 2- [ N — (4-->7;7i^;l/) -N-7°Pt>7;;] -4H-t"'J 
K [3. 2-e]-l. 3 -f7y>-.4 
HL& : 2 2 5. 5-226. 5°C 



Ttmftffim (C l7 H 4 N 3 OSilT) 

C (96) H (96; N (96) S (96) 

63.34 4.38 17.38 9.95 

Mm. 63.14 4.29 17.33 9.87 

%mm 2 4 

3 -<>->;U- 2 - [ (4 - >T/ 7i^) - 2, 3 - yh |'p- 

4H-t°UK[3, 2-e]-l. 3 - =f-T -J >- 4 -it >SO'2 - [N -O 
N - (4 - ^77 7x-;W 7 5/ ] - 4 H - b°'J K [3, 2-e] -1. 

3 -^-T'jy- 4 -:*> 

2 - (4-->7/7-'j;) - 4 H - t° U K [ 3 . 2 - e ] - 1 . 3-f7'/ 
>-4-t>9 0 0mg (3. 2 1 mmo I) , 7jc*<b 'J f- A 2 8m g> JUt 
<>^;l>6 0 4 mg^ffl^T^^iJ 1 1 <t l^#;fr&T'SJ££-ti\ '&h>tltcm$ 
y^W7A^vF/77^-Tfi (^ffiM : ?do*M) U 
f&M^M £ IT 3 --Oi^l/- 2 - [ (4 - ->T7 7i^7l/) -f i y ] - 2, 
3 - t K o — 4 H — t° U K t 3 , 2-e]-l. 3 -f 7^>-4 -f>8 3 
4mg ( 7 0 96, i— r^-^*-* > J: * N SMJ«iLT2- [N 

-'Oi^U- N - (4-->7/7i-;W - N -~fa ifjVT i J ] - 4 H - t° 
K [ 3. 2 - e ] - 1 , 3 -f7y>-4 - * > 1 0 3 m g ( 1 0 96. -l-t^I/ 

1 ) 3 -OvVU- 2 - [ (4-y77 7x-W -< i J ] - 2. 3-ybK 
D-4H-t°'JK[3, 2-e]-l. 3 -f7i?>- 4 
: 1 3 7 - 1 3 8t 
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7C*»0Htf (C 2l H H N,0Si LT) 

C (%) H (96) N (96) S (96; 

mmm 68.09 3.81 15.21 8.66 

3&£t& 67.80 3.76 15.06 8.73 
2) 2- [N-^>i?;U-N- (4-->77 7i^) T ; / 3 — 4 H — k° M 
K [3, 2-e]-l, 3 -f-T-^>- 4 
Wffi43-*?ffi (m/ z ) : 3 7 1 (M + + 1 ) 
SSSSl*"© ? (CDC 1 ., . TMS ft gR&WD 

5:5. 37 (2H, s). 7. 24-7. 2 8 (5 H, m) , 
7. 29 (2H, dd. .1=3. 1. 6. 7Hz), 
7. 4 2 (1H, d d. J =4. 6, 7. 9H z) , 

7. 75 (2H. dd. J = 1 . 8. 6. 7Hz), 

8. 60 (1H, dd. J = 1 . 8. 4. 3Hz), 
8. 70 (1H, dd, J = 1 . 8. 7. 9Hz). 

mmm 2 5 

2 - [ (4 -/ h + ^i-M >f $ J ] - 3 ^;u- 2, 3-yhFD- 
4 H - t°U K [3 , 2 - e ] - 1 . 3 -f7v >- 4 -*>;&t>-2 - [N- (4 
-y h + ->^i^;U) -N-/ f-JUT i / ] - 4 H - bTU K [ 3. 2 - e ] - 1 . 
3 -f7y>- 4 ->J-> 

S&StflU 1 1 t MmteJ3&T% 2 - ( 4 - / \sT— "J / ; — 4 H - t° U K [ 3 . 
2 - e ] - 1 . 3 -f7y>-4 -^">4 2 8mg, 7fc^<b U 1 4 m g „ 

3*7il/=f-)\,Q. 0 9 4 ml £jfH»T. ffi*tt«WtiLT2- [ (4 - y |>*> 
7 i >;] - 3 - / f-yu- 2 , 3 - ^ h K a - 4 H - t° M K [ 3 . 2 - 

e] -1. 3-f7^>-4-t>2 0 0mg^ ^Sttf ilT2- [N- 
( 4 - / ht->7i —AO — N — y ^ybT ; / ] -4H-t"U K [3, 2-e] 
-1. 3-f7v^>-4-^>3 5mg^fc 0 

1 ) 2 - [ (4 -y h + ->7x-;W i y] - 3->f;l,-2. 3-yh F 
□ -4H- t°U K [3, 2-e]-l. 3-f-Tv?>-4-?f> 
M£. : 1 5 5 - 1 5 7 "C 
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JtMfrVrm (C ls H u N ;t 0 2 SilT) 

C (96) H (96) N (9-6) S (%) 

SfAffi 60.18 4.38 14. 0 4 10 71 
tmW. 60.29 4.28 14.01 10.70 
2) 2- t N — (4-y h + >7x-;W -N-/f;l/7-y] -4H-fc°'J 
K[3. 2-e]-l, 3 -+T : J>y- 4 -;t> 
&M4fcR§X^ t^A (CDC 1 3 , TMSI^JM^) 

5:3. 71(3 H. s;. 3. 83(3 H. s), 
6.8 5 (2H, d. J =7. 9Hz) . 

6. 93 ( 2 H. d. J = 9. 2Hz). 

7. 2 6 - 7. 2 9 ( 1 H, m) , 8. 5 1-8. 5 8 (2 H, m) 
Kfi:##rM (m/z) : 2 9 9 (M + ) 

HSJfi^J 2 6 

3 -jl-^U- 2 - [ (4-^ h+>7x-;l/) -f;;] - 2, 3-v?kKo- 
4H-t°'JF[3, 2-e] -'1. 3-f7y>-4-t>M2 - [N-xf 
;U-N- (4-y VJ-is? T I J ] — 4 H — h° U K [3, 2 - e ] - 1 , 

3 -^-T : J>~ 4 -icy 

Mtkmi 1 i|f3«<C^rtt:T^ 2- (4-y h + y7-'J 7) — 4 H — h° U I* [ 3, 
2-e] -1. 3-f7-/ : >-4-^>4 2 8mg, zk*fb 'J 14mg, 
S^Ybyf-^UO. 12ml £fflt,>T, WitliaT3 -acf-;U-2- [ (4 
-y h + ->7 i— yU) >T $ J ] - 2. 3 - yt Kd- 4 H- t°'J K [3, 2-e] 
-1. 3 4 -*>3 1 lmg^ «S1^WiUT2- [N-i*- 

;U-N- (4-y h*^7i_yi/) 7;^] -4H-t°'J K [3, 2-e] - 1. 
3 -f7y>- 4 -7t">4 0 mg£#*; 0 

1) 3-ji^U-2- [ (4-y h + >^i— i y] -2. 3-yt K 
n-4H-h°U K [3. 2-e]-l. 3 - f-T >- 4 > 

Sk.£ : 1 1 4 - 1 1 5 °C 

7C##tfHK (C, 6 H ls N 3 0 2 SiU) 

C (96) H (9-6) N (96) S (96) 
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mmm 61.32 4.82 13.41 10.23 

^IJjffi 61.48 4.76 13.47 10.15 
2) 2- [N-J^U-N- (4-y h + ->7x-W Ti7] — 4 H — t° U 
K [3. 2-e]-l. 3-f-T-^>-4-5f> 
at..'..; : 1 7 2 - 1 7 4 «C 
5cS-##HiIl ( C , 6 H , 5 N 3 O 2 S t LT) 

C (96) H (96) N (96) S (96) 

3lIfSl1ig 61.32 4.82 13.41 10.23 
^mW. 61.29 4.71 13.40 10.18 

mmm 2 7 v 

2 - [ (4 -Ah + x7x-A) ^-/] - 3 -^Dt°^- 2, 3-ytFD 

- 4 H - tr>J K [ 3 . 2 - e ] - 1 . 3 - *-T is > - 4 - * 2 - [ N — (4 
-/ h*->7 jl — JU) - N - -f o t°;UT ;y] -4H-t°'J h' [3, 2 - e 3 - 
1, 3 -f-T'Jy- 4 -7f> 

SSSfctfJ 1 1 £ [^#«^r&T% 2 - (4-y h * ->T— 'J 7 ) — 4 H — t° U I * [ 3 
2-e] -1. 3-f7^>-4-t>4 2 8m B , TkSR-ft'J f^Al 4 m g , 
a^fc^nt^UO. lSml^fflUu tittf i LT 2 - [ (4-y h*-> 
7x-;V) -f i / ] - 3 --fa t°;U- 2. 3->h Kp-4H-t°'J K [3, 2 
-e] -1. 3-f7y>-4-t>2 2 7mg^, iSjM'&^W £ LT 2 — [ N 

- (4 - y h + '>7i- ;U) -N - 7°P ;/] -4H-t°U K [3. 2- 
e] - 1 , 3-f7-^>-4-t>78mg £Wc„ 

1 ) 2 - [ (4 -y h + ->7iZ^) -f i y ] - 3 -^ntT^- 2. 3 - -Jh 
Kd - 4 H - t°U K [ 3 , 2-e]-l. 3-f7y>-4-t> 

at*; : 7 8 - 7 9 x: 

ftmmm (c 17 H 17 N 3 o 2 s<tux) 

C (%) H (96) N (96) S (96) 

WMtiM. 62.36 5.23 12.83 9.79 

m&iW 62.58 5.20 12.83 9.79 

2) 2 - [ N — (4-y V* : sy 3.—)V) -N-Zfv ¥)UT ;/] - 4 H — t° 
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»J K [ 3 . 2-e]-l, 3-f-T^>-4-p*"> 
fit .£ : 1 6 2 - 1 6 4 °C 

ytmmrm (c 17 H l7 N 3 o 2 s<h lt) 

C (%) H (96) N (96) S (%) 

aHiffi 62.36 5.23 12.83 9.79 
Uflffctt 62.13 5.18 12.60 9.79 

mmm 2 s 

3 vy°o h°;U- 2 - [ (4 - / h + y7i^) -f ;7] - 2, 3 - >" h 
K p — 4 H — t? U K [ 3 , 2-e]-l, 3 -^T 5> > - 4 -;f > • 1 mmt&R 
U2- y^ot°;U-N- (4-y h + y7x-W r^y] -4H-t" 

'J K [3, 2-e]-l. 3 -+Ti?>- 4 -^t"> 

MCil^J 1 1 il^1t/j:^r?±-T\ 2 - ( 4 - y h + /7- U / ) - 4 H - t° U K [ 3 , 
2-e] -1, 3-f7^>-4-t>7 0 0mg, ;J(MUf-7A2 2mg, 
S^b-f V^D fcfVUO. 2 5m 1 &M^X. fftltf»tlT3-^77°Dt°^ 
-2 - [ ( 4 - y h*y7x ^;U) -f $ 7 ] - 2 , 3 - t K p — 4 H — k? U K 
[3. 2-e]-l, 3-f7-/>-4-t>- lgiS3 0mg^ IStti 
IiUT2 - tN-^V^Dt^-N- (4 -y h + /7x-*) 7;7] -4 
H-t°UK[3. 2-e]-l. 3-f7y>-4-t>l 98m K ^/; 0 

1 ) 3-^77°oh^- 2 - [ (4 - y h*y7x-;i/) -f ■/] - 2 , 3 - 
y t K P - 4 H - tf U F [ 3 , 2 - e ] - 1 , 3 -f 7y>-4 - t> ■ 1 J&W 

14 .£ : 78-81t 

OT^i"! ^h;KCDC 1 3 , TMS F*j£MS#0 

<5:1. 6 4 ( 6 H. d. J = 6. 4Hz). 3. 8 4 ( 3 H. s), 

5. 5 3 - 5. 6 6 (1 H. m) . 6. 8 2 - 6. 9 8 (4 H, m) , 

7. 38 (1 H, dd, J=4. 9, 7. 8Hz), 

8. 5 4 - 8. 6 8 (2 H, m) 

2) 2- [N--T 7 7d t°JU-N- (4-y h + ->-7jc^;U) 7;7] - 4H 
-h°'J K [3, 2-e]-l, 3 -=f-T'Jy- 4 
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H& : 1 8 8 - 1 9 0 °C 

7C*»*fffl[ (C 17 H,,N a 0 2 Si UT) 

C (%) H (W) N (%) S (%) 

SIM 62.36 5.23 12.8 3 9.79 

62.20 5.12 12.78 9.82 

mmm 2 9 

3 - 2 - [ (4 -jt h + ->7x-;P) ;/] - 2, 3-ytFD- 

4H-t°UK[3. 2-e]-l. 3-f 7y>-4 -t>M2 - [ N - y'J- 
JU-N- (4 -y h + ->7i-W 7>y] -4H-t°'J K [3, 2 - e ] - 1 , 

•mm\ i 1 1 mmujji±;~u\ 2 - (4-/ ->r^=. v j ) - 4 h - 1° y k [ 3 , 

2-e] -1, 3-f7y>-4-t>4 2 8mg, iKMit U -t^A 1 4m g> 
3^-fkv'-f-;U0. 1 7 m 1 £flH>T. fSi»IiLT3-7fyl/-2- [ (4 
-/h + ->7i-^^;/] -2, 3 -J?fc I'p- 4 H- t°'J K [3. 2-e] 
-1. 3-f7y>-4-t>2 9 5mg^ IMi1£^fS £ L T 2 - [ N - 
Jl-H- (4 - > h + ->7i-W 7;/] -4H-t°'J K [ 3 , 2 - e ] - 1 . 
3 -f7'^>-4 -*>5 5m K 3-^- 0 

1 ) 3 2 - [ (4 - > h + >7 *-J\s) << x J ] - 2, 

n - 4 H - t? U K [ 3 . 2-e]-l, 3-^-T^>-4-^> 
: 7 9 - 8 0t 

TC^t/fffi C C , a H j 9 N, O 2 S £ LT) 

C (96) H (96) N (96) S (96) 

WML 63.32 5.61 12.31 9.39 

63.23 5.57 12.19 9.32 
2)2- [N--7>/U-N- (4 -y h + y?!^!/) T ^ y* ] — 4 H — k° 'J 
K [3, 2-e]-l. 3 -^7v>- 4 
^'S^y^X-^y* h?A (CDC 1 3 . TMSl*lgUtl^) 
<5 : 0. 92 (3H, t, J = 7. 3 H z ) . 

1. 34-1. 43 (2 H, m), 1. 60-1. 68 (2H. m). 
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3. 8 9 ( 3 H, s). 4. 08-4. 16 (2H, m) , 

7. 03 C2H, d, J=8. 6Hz), 

7. 2 2 ( 2 H, d. J = 9. 2 H z ) , 

7. 38-7. 43 ( 1 H, m). 

8. 5 8 ( 1 H, dd, J = 4. 9, 1. 8Hz), 
8. 6 8 - 8. 7 5 ( 1 H. m) 

'MM^-tffffi Cm/ z ) : 3 4 2 CM + 1 ) 

mmm s o 

3-T'J;b-2 - [ C4- / h + y7i- JU") -f i J ] - 2 . 3-ytKo- 
4H-t?UK[3, 2-e]-l. 3 -f 7i^>-4 2 - [N-7'J 
7U-N- C4 ^y7i-;l/) 7; y] — 4 H - t° U K [ 3. 2 - e] - 1 , 
3 -f7^>-4 

. mm\ i i <t r^^^^i*T\ 2 - c 4 - / v ->t- u j ) - 4 h - 1° >j k [ 3 . 

2- e] -1, 3-f-7^>-4-t>4 2 8mg, /kjgft 'J f-^A 1 4 m 
-5^tTU;U0. 13ml &mi^T, IIMftLT3-7iJ^-2- [ C4 - 
^ h + y7i-;W ;y] - 2, 3 - 'J t Ko - 4 H - fcf U K C 3 , 2-e] 
-1, 3-f7^>-4-t>213mg^ Jf5M^M tlT2 - [N-7'J 
;b-N- (4 -/ V*i/-7 7-;y] -4 H-fcf'J K [3. 2-e] -1. 

3- f7v>-4-t>85mg £f#*i 0 

i ; 3 - r u ;u- 2 - [ h + -/7x 4 \ j ] - 2 , 3-ytK 

o — 4 H — h° U K [ 3 , 2-e]-l. 3-^-T^>-4-^> 
S4L& : 9 7 - 9 8 °C 

-fvmfrtJtm C C , 7 H , s N 3 O 2 S £ LT) 

C C%) H C%) N (96) S (%) 

mmm 62.75 4.65 12.91 9.85 
mmm 62.96 4.63 12.90 9.91 

2) 2 - [N-7'J^-N- C 4 - / h + y7x ^;L0 T i / ] —4 H — t° U 
K[3, 2-e]-l, 3 -f7i?>- 4 
M * : 1 5 2 - 1 5 4t 
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Ttmnmrn ( c , 7 h , 5 n , o 2 s t lt) 

C (%) H (96) N (96) S (96) 

WMW. 62.75 4.65 12.91 9.85 

62.70 4.56 12.9 3 9.84 

Uli 3 1 

3 -'Ov^U- 2 - [ ( 4 -/ h + ->7 ± -W -f $ y ] - 2, 3-yt Ko 
-4H-t°UK[3, 2-e]-l. 3-f7y>-4-t>M2- [N-^ 
> i^U- N - ( 4 - /• H * > 7 x ^;U) 7; y] - 4 H — t° U K [ 3 , 2 - e ] 
-1, 3 -f7^>- 4 

1 1 iH^nc^jj*T\ 2 - (4 -y h + ->T^'J y ) - 4 H - t° '.J K [3, 
2 - e ] - 1 . 3 -=f-TV> >- 4 -7t">4 2 8 m R> #*<fc 'J f^Al 4 m g, 
> S> /I/O . 1 8m]$ffl^Tv (&ffif* < B9lf t LT 3 - ^ > v /U - 2 - [ (4 
h + ->7x^) -f;/] - 2, 3-/b Kn-4 H-h°'M' [3. 2-e] 
- 1 , 3 -f7^>-4 -t>2 9 5 mg^ LT 2 — [N-O 

VJI<- N — (4- / 7x-W 7;7] — 4 H — t° U K [ 3 , 2 - e ] - 

1, 3-f7^>-4-t>17 4iti(j^to 

1 ) 3 -O-^/U- 2 - [ (4 - / Y*r^-7 ^ — << = J ] - 2, 3-vh 
Ko- 4 H- t°U K [ 3. 2-e]-l, 3-f7y>-4-*> 
m> jS : 1 2 3 - 1 2 6 "€ 
/c^AtH ( C , , H , 7 N 3 O , S £ LT) 

C (96) H (96) N ( 9-6 ) S (96) 

Wmm 67.18 4.56 11.19 8.54 
£fftffi 67.18 4.58 11.19 8.58 
2) 2- [N-'OS?/!/ - N- (4-y- h+/7i-^.) 7;/] — 4 H — h° 
'J K [3, 2-e]-l. 3--f-T^>-4-:T> 
ifcjft : 1 7 7- 1 7 8t 

Ttmtmm (c 21 H 17 N 3 o 2 stit) 

C (96) H (96) N (96) S (96) 

mmm. 67.18 4.56 11.19 8.54 
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m.mU 67.05 4.64 10.87 8.25 

mmm 3 2 

3 - (2 - : J^)VT I J z-f-W - 2 - [ (4 -/ h*>-7 x.—)V) -i I J ] 
- 2 . 3 - *J t Kp - 4 H - t°U K [ 3 . 2 - e ] - 1 , 3-f7y>-4-t 

> • 1 t&Bt&Rtf 2 - [ N — ( 2 - vJCf-;UT ~ 7xf^) -N- (4 -/ 

> 7i-;l/) 7;/] - 4 H - fcf U 1 * [ 3 , 2 - e ] - 1 , 3-f7x>-4- 

mmi 1 ilWtt^i&T. 2- (4 -J h + >7-'Jy) - 4 H — t° U K [3, 
2-e] -1, 3-f7y>-4-t>5 0 0mg, Tkifcfl: U ^ ^ A 3 2mg N 

3 - (2 - itx.?-jUT I y - 2 - [ (4 -/• h + >-7i^;U) <;y] 

-2. 3-ytF'D-4H-h°'J F' [3, 2-e] -1, 3-f7v>-4-t 

> • 1 ig&ii 60mg^ ii'S^^^M i L/T 2 - [ N — (2 - i^f-^T ^ 7 ^ 
^;U) - N- (4 - y F^y7xx;l.) 7; / ] - 4 H — t° U K [3, 2 - e ] 
-1, 3-f7y>-4-t>60mg*Sfc o 

1 > 3 - C 2 - -^i^yl/T i / - 2 - [ (4 - y h + v^x— 

^7 3-2, KP-4H-k°'i K [3. 2-e]-l. 3-if-T^>- 

4-ytry - 1 tg|jg^ 

iSMlJX^ ^ h7A (CDC l.„ TMS 
5:1. 54 (6H, t. J = 7 . 3Hz), 

V 

3. 19-3. 33 (4H, m) , 3. 4 4 - 3. 5 3 ( 2 H. m) , 
3. 83 (3H, s), 4. 73-4. 81 (2H. m) , 
6. 8 6 (2H. d. J = 8. 6H z) . 

6. 9 4 (2H, d. J = 9. 2Hz). 

7. 30 (1H, dd. J = 7. 9, 4. 9 H z ) . 

8. 50 (1H, d, J=7. 9Hz), 

8. 5 8 - 8. 6 2 C1H, m) , 12. 51 ( 1 H. bs) 
Il^t m ( m / z ) : 3 8 5 (M + +l) 

2 ) 2 - [ N - ( 2 - yxf-;by $ y xf;l/) — . N — (4-y h + > 7 x ^U) 
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T i S ] — 4 H — tf U K [3, 2-eJ-l. 3-f7/>-4-t> 

mmm.^m x^n7A(CDci 3 , tms m^wm) 

<5:0. 93-1. 0 2 ( 6 H. m), 2. 50-2. 5 9 (4 H. m). 
2. 78 (2 H, t. J=6. 7H z) , 3. 88 (3 H, s). 
4. 1 6 (2H, t, J =6. 7H z) . 

6. 9 7 - 7. 0 3 ( 2 H. m) , 7. 2 8 - 7. 3 7 (3 H. m) . 
8. 5 2 - 8. 5 7 ( 1 H. m) , 

8. 65 (1H, dd. J=7. 9. 1. 8Hz) 
M&frfrm (m/z) : 3 8 4 (M) 
HSffiW 3 3 

3 - /• f-;U- 2 - [ (4 - h U yjlslrv tl-)V7 -i x J ] - 2. 3 - 

yt F'P-4H-h°'J K [3, 2 - e ] - 1 . 3 - f-T 2* > - 4 -3f >&tf 2 - 
[N-^^yU-N- (4 - h 'J 7il/tD^ f^7i-W 7;/] —4 H — h° 'J 
K [3, 2-e]-l, 3 -f7y>- 4 

SfeffliflU 1 1 ir|pJ^^£^T% 2 - (4 - h U 7;l/tP^ ^;UT^ 'J J ) - 4 H 
-fc°U K [3. 2-eJ-l. 3 -f7y>- 4 -:*>6 4 6m K , 7k*ffc U 
-)A1 8mg. a^fc/^UO. 13ml £fflt,^T> ffiMIW t U 3 - > f 
;U- 2 - [ (4 - h U 7 i-)V7 x^;U) -f i. / ] - 2, 3-i?t Kp- 

4H-bf'J K [3, 2-e]-l. 3 - f 7y> - 4 - ^>5 6 5mg^, li 
ttMiUT2- [N-^f-^-N- ( 4 - l> U "TVl^d/- f-frV x.—)V) T I 
y] -4H-h°U K [3. 2-e]-l. 3-f 7y>- 4 -t>2 5m K ^| 

1 ) 3 - / -f-Jls- 2 - [ (4 - b ij 7 )l>* v / ;V7 x. — )\<) -T i y ] - 2, 
3 — v> t K P — 4 H - h° U F [ 3 , 2-e]-l. 3-f7y>H-t> 
OT&#!$X^y* h7A (CDCI,, TMSftlSttiig) 
5:3. 68 (3H, s) , 

7. 40 (1H. dd, J = 7. 9, 4. 9Hz), 
7. 52 (2H, d. J=8. 6Hz). 

7. 82 (2H, d. J = 8. 5 H z ) , 
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8. 60 C1H. dd, J = 4. 9, 1. 8Hz) , 
8. 68 C 1 H. dd. J = 7. 9, 1. 8Hz) 
KSbHfrfia (m/ z ) : 3 3 8 (M + 1 ) ' 

2 ) 2 - [ N — y f-;U- N — C 4 — h U 7;UtTo y f;l/7x-^) 7; ;] - 
4H-h°'JK[3. 2-e]-l. 3 - ^7 > - 4 > 
MLti : 1 8 4 - 1 8 8 °Q 
7C*#0ffll (C l5 H 10 F3N 3 OSiUT) 

C (9o) H (96) N (96) S (96) F (96) 
SffMS 53.41 2.99 12.46 9.51 16.90 
M%kB 53.60 3.06 12.28 9.29 16.73 

%mm 3 4 

4 - [ (3 -Ov^l— 4 2, 3 - 5*k Kd- 4 H- t°U K [ 3 . 

2 - e ] - 1 . 3 -f7-^>-2 Ut^) 7; 7] gcJfeSftx-f-Jt'&tf 4 - 
[N-^>^;U-N- (4 -**V-4H-t°U K [3, 2-e]-l, 3-f- 
7i?> — 2 —4 ;U) 7;7] 

mmmi 1 ti^a^^T. 4- [ (4-t+v-4H-t°'j k [3, 2-e] 

-1. 3-f7y>-2-^W 7-7] ■^c.&SeS^f-^ 1 . 3.1 g, TMRffcU 
5^ A 3 6mg,M^/y;l/0. 4 8ml ai^,ffilttftlT4- [(3 
-O-^yb- 4 - ^+7-2. 3-yh K o - 4 H - fcf D K [ 3 , 2-e]-l. 
3-f7y>-2-^iJf» 7-;] SiiBlxfyH . 2 8g^ ffiftttfo 
WiLT4 - [N-Ov'yU-N- (4 -**V- 4 H- tf'J K [3. 2-e] 
-1.3 -f-T'Jy- 2 -4 )V) Ti/1 S!lf»xf-^2 0mg^I/; o 

1 ) 4 - [ ( 3 -s^'s'Jfr- 4 V - 2 , 3--ytFo-4H- t° U K [ 3 . 

2-e] - 1. 3-f7->'>-2-^'Jf» 7-7] $.l.fixf;l, 
Si * : 1 2 8 - 1 2 9 1 
7cJR£-9HI ( C 2 3 H , 9 N 3 0 3 S t LT) 

C (96) H (96) N (96) S (%) 

SUSHI 66.17 4.59 10.07 7.68 
f£JM 65.97 4.51 9.95 7.75 
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2 ) 4 - [ N — ^> — N — ( 4 - ir* V - 4 H - h° U K [ 3 , 2 - e ] - 
1 , 3-f7y>-2-^;W 7-7] 5S:A»if-^ 

\%mm.im, h^a (cdci 3 , tms ntisffifo 

<5: 1. 41 (3H. t. J = 7. 2 H z) . 

4. 41 (2H. q, J =7. 1Hz). 5. 37 (2H, s). 

7. 11-7. 49 (8H. nO , 8. 02-8. 20 C 2 H, m). 

8. 5 3 - 8. 7 7 ( 2 H. m) 
WM^rrtei Cm/ z ) : 4 1 8 CM+ 1 ) 

mw\ 3 5 

2, 3-ytF'D-3 - 2 - [ C4 - J s_—)V) 4 \ J] - 4 

H-f'J K [3. 2-e]-l. 3 -f-TS* >- 4 - 

2 - ( 4 - / + )\,T — J ) - 4 H - t° U K [ 3 . 2 - e ] - l . 3-f7y 
>-4-?J->94 9mK C3. 5 2 m m o I) % 'KMit Uf"7A28mg, 3 >7 

0 0 m K*«l^TSt«i#>| 1 1 <t|s3IIKi:^j*TSJ6S-ti:, w^n^as 

2, 3 - -Jh Kd-3 - 2 - [ C4 -y fji/7x-;i/) -f • / ] - 4 H 

- fcf U K [ 3 , 2 - e ] - 1 , 3 -*f-7~J>- 4 -?r>6 9 8 m g (7 0%, jc 

M& : 1 4 3. 5-144. 5°C 

Tcmttffim (C, 5 H 13 N 3 OStLt) 

C (%) H C96) N (96) S (96) 

Ms&ifc 63.58 4.62 14.83 11.32 
m.m& 63.59 4.66 14.89 11.26 
'4&MM 3 6 

2, 3-i?t h'D-3-xf;l/-2- [ (4->f*7i-^) i J ] -4 
H-t°'JK[3. 2-e]-l, 3-f7-/>-4 -t> 

2 - (4 -yf-;UT-'J /)- 4 H-t°'J K [ 3, 2-e]-l. 3-f7y 
>-4-t>9 0 0mg (3. 5 2 m m o 1) . zkXfl; l Jf7A28mg N 3r) 
<toif-7U6 0 3niK^ffll^IWl 1 tmW<t.'Jj&kT')5Llfc£-&, §^n/c^$ 
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2, 3-ytKo-3 -a^/b- 2"- [ (4 -/f;b7x_;W -f $ 7 ] — 4 H 
-t°'J K [3, 2-eJ - 1. 3 -f7y>- 4 -7f>6 0 3 mg (5 8%, x. 

B16 : 148-149TC 

TtWi'Miii CC 1G H 15 N 3 OSiLT) 

C (96) H (96) N (96) S (96) 

mmm 64.62 5.08 14.13 10.78 
mm m 64.75 5.06 1 4 . 14 10.71 
mm 3 7 

2 - [ (4 d n 7 x .=-;[/) ^-/] - 2, 3-ytFo-3 
H-fc°UK[3, 2-e]-l, 3 -f-T^>- 4 

2 — (4-^DD T— U y ) — 4 H — fcf U K [ 3 , 2-e]-l, 3-f7y 
>-4-t>9 0 0mg (3. 1 1 mm o I) , 7K^b 'Jf>A2 5mg, 3 *7 
Yfc>f-;U4 4 OmgMi^TMtfU 1 <tl^*r/y&Ti*0£t!\ #^>tt/ca£ 
is V i] ? ^ 1* ? a ■? F r 7 7 ^ -Tli!S (?££t}?ga£ : ^qd*;1/A) U 
2 - [ (4 - ^ oa^i^;U) ^ ;/] - 2, 3-yhFn - 3 - y f-yb- 4 H ^ 
— fc? >J K [ 3 , 2 - e ] - 1 , 3-f-7v ; >-4-t>5 5 4 mg (59?t, x 

Mft : 1 4 2 - 1 4 3t 

jtmfttftM (C N H| 0 N } OSC I ilT) 

C (96) H (96) N (96) S (96) C 1 (96) 
55.36 3.32 13.83 10.56 11.67 
55.29 3.26 13.86 10.51 11.53 

^mm 3 8 

2 - [ (4-3- K7x-;l/) -f i J ] -2. 3-i^h KD-3->f;y- 4 
H-t°UKC3, 2-e]-l, 3-^T-x>-4-^> 

2 - ( 4 - 3 - FT- U / ) - 4 H - t° ') K [ 3 , 2-e] -1. 3-f-T^ 
>-4-ty9 0 0mg (2. 3 6mmo 1) . 7j<^{bU^'7A2 3mg, 3 <> 
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2 - t (4-3- h'7x^) -i i J ] - 2, 3-ytl<D-3 - y ^-;U- 4 H 
- t? U K [ 3 . 2 - e ] - 1 . 3-f7y>-.l-t>5 8 0mg (6 2?^ x 

: 1 4 4. 5 - 1 4 5. 5 °C 
TtMftffitik (C M H 10 NjOS I £ LT) 

C (96) H (96) N (96) S (96) I (96) 
mmife 45.40 3.33 9.93 7.58 29.98 

45.17 3.27 9.75 7.69 30.06 

mmm 3 9 

2 - [ (4 - >TS 7i-W i y] - 2, 3 - -J t Ko- 3 4 
H-tT'J K [3, 2-e]-l. 3-f-T^>-4-^"> 2 - (4-/7/7 
-'J/) - 4H-t°'J K [3, 2 - e ] - 1 , 3-f?y>-4 -t>9 0 0m 
g (3. 2 1 mmo I ) „ Tk^Yfc 'If ^^4 2 m r % a^ffcy^US 4 7mg^ 

i7d^ K?7^ -Tfflffl (?§«: ?DD*;l/A) I, 2- [ (4-/7/ 
7x-W i / ] - 2. 3 - ~J t Kp- 3 -/ 4 H - t° U K [ 3, 2- 

e ] - 1 . 3-f7y>-4-^->7 6 2 mH (8 1%, jl--xVU— > cfc 
<9 #*£,&) ^#/;„ 
H> jS : 1 7 6- 1 7 7t 
7C*^«f« (C l6 H 10 N,OSi LT) 

C (96) H (96) N (96) S (96) 

ga&fig 61.25 3.42 19.03 10.89 

61.14 3.35 19.3 3 10.85 

$±mm4 o 

2, 3-^bKo-3-yf;l/-2- [ (4-xhD7iX;l/) <-y] -4 
H-t°UK[3. 2-e]-l. 3-f-7i?>-4-:*> 

2 — (4--hP 7— U y ) — 4 H — t° U K [ 3 . 2 - e ] - 1 , 3 - =tT ¥ 
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>-4-7f->901mg(3. 0 mm o I ) ^ 7K5£<fb U f- ^ A 3 Omg. 3^ft 
1 1 m K £ffl(,>Tiyfc#iJ 1 1 ilvO^^^TS^^i*-. m h>tlfrm$ £ ^ 

•> 'j *7 y/u^ 7i^7i^77^ cmmmm -.tun *7i/zo u 2 , 

3-yt Kd - 3 2 - [ (4 hD7x^) -f $ / ] - 4 H - fc° 

'JK [3, 2-e]-l. 3-f7y>-4-t> 7 5 6 mg (80%« x-f 

HL£ : 1 8 6 - 1 8 7 t 

7«H##rM (C u H 10 N 4 0 3 St IT) 

C {%) H (%) N (9-6) S (%) 

mmm 53.50 3.21 17.82 10.20 

5£SHi£ 5 3. 6 0 3.27 17.72 10.24 

mmmi 1 

2, 3-yt Kd- 2 - [ (4 -—hay ^-Jl) 'f;;] - 3 -/d t°7U- 
4H-tf«;K[3. 2-e]-l, 3-^T^>-4-^> 

2 - (4--hP7-'J7) - 4H-t°U K [3, 2 - e ] - 1 . 3 -*7 : J 
>-4-/J->90 lmg (3. Ommol), ft 'J f- A 3 Omg, 3 <Wt 

2. 3-i?tKn-2- [ (4-- h D7xx;i/) >f = / ] -3~7"u 4 
H-k 0 DK[3, 2-e]-l, 3-f7y>-4-*>6 0 3mg (599d, 

$fe.ft : 1 1 2 - 1 1 3 °C 

ftm^-mm ( c , B h , 4 n< o 3 s t it) 

C (%) H (%) N (%) S (%) 

ati^fiS 56.13 4.12 16.36 9.37 
Hffefil 56.15 4.08 16.36 9.37 

mmm4 2 

3 -^>-^;U- 2, 3-ytFo-2- [(4-- hP7 ^^7U) -f = y ] - 
4H-t°UK[3, 2-e]-l, 3-^ T ^>-4_^> 
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2 - (4--H p7- U y ) - 4 H - t° U K [ 3 , 2 - e ] - 1 . 3 -f7y 
>-4-t>90 lmg (3. Ommol), TMfrffc U ■T-'* A 3 Omg, 

•>'J *WvA^D7 h /7 7 f -T'fitlS (*&£*}*&& : ? DD*U) L, 3 
-'Oi^l/- 2. 3--;t Kp-2- [ (4-x hD7xiM -f i /] — 4 H 
- fcT U K [ 3 . 2 - e ] - 1 , 3-f7y>-4-t>8 8 0m K (75?6, x 

— ryU-^4-»^>J:0flf*ftil&) £^/c 0 
it* : 1 6 2. 5-163. 5°C 

Jc*»tHi fC, 0 H l5 N 4 O 3 Si:lT) 

C (96) H (96) N (96) S (96) 

SliM 61.37 3.86 14.31 8.19 

HOfefifi 61.54 3.63 14.35 8.28 

mmm 4 3 

3 -*z>i?ju- 2, 3 - >»t kp-2 - t (4 - a- K7iivi/; -r ~ y ] - 

4 H- t°U K [ 3. 2-e]-l. 3-f7>'>-4-t> 

2 - (4-3- Y'T— ') J ) - 4 H - t° 'J K [ 3 . 2 - e ] - 1 , 3-f7v 
>-4-t>901mg (2. 3 6 mm o 1 ) , /MiYb'J f7A2 3mg, !ii<t 

•> i; ij^fivij^ a? p-7 * -TflSf3 (iSftiiBflE ;: * nu*;UA) u 

3 -s<> i/)l>- 2, 3 - : J h Kp- 2 - [ (4 -3- K7 i-=i;U) -f ■ / ] - 4 
H-t°UK[3. 2-e]-l, 3 -f 7y>-4 -t>6 7 8mg (61%, 

M : 1 6 2. 5-163. 5 t 

Ttmmm ( c 2 0 h , 5 n 3 o s 1 1 lt) 

C (96) H (96) N (96) S (%) I (96) 

mmm 50.97 2.99 8.29 6. so 26.93 
mmm 50.74 2.89 8.78 6 . 8 1 26.97 
mmm 4 4 

3 - J +J\s- 2-7 i -M;7-2, 3--/t K D - 4 H - t° 'J K t 3 . 2 
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- e ] - 1 , 3 - -f-y -J > - 4 - ir > 

f£WJ 1 1 £ |pJ$tt;fr&T\ 2 — T— U y — 4 H — t° 'J K [ 3 , 2 - e ] - 1 , 
3-f7^>-4-t>J55mg, 7k*ft 'J A 9 m g „ 3 -Wfcy 0 . 
0 6 3ml*ffll>T% 3-yfA-2-7 i zM;/-2, 3-->tKn-4 
H-t°UK[3, 2-e]-l. 3-f7i?>-4-t>l 1 3mg^fco 

14a?. : 1 8 9 - 1 9 0 X. 

7cfg$H/r1i ( C , , H , , N 3 O S t LT) 

C (96) H (%) N (%) S (%) 

mmm 62.43 4.12 15. 6 0 11.91 

mmWi 62.40 4.11 15.63 12.01 

mmm 4 5 

3-x^-2-7 1 ^;K = y- 2, 3-i?h Kd - 4 H-tf'J K [ 3 , 2 
-e]-l. 3-f7x>-4-t> 

i 1 1 mmu-Jimr\ 2 - r- u y - 4 h - 1° u k [ 3 , 2 - e ] - 1 , 

3-^T^>-4 -t>2 5 5mg, TK^b 'J f-O A 9 m g , 3 ^-fkjc^b 0 . 
0 8 1ml*ffll»T, 3 -JL^-;b- 2 -7x-W $ y - 2. 3-yt|«D-4 
H-t°UK[3, 2-e]-l, 3-f 7y>-4-^>2 0 4mg^: a 
1^; : 1 1 7 - 1 1 8t 
7C-r?^/rffi (C l5 H l3 N 3 OS<!:U) 

C (%) H (%) N (%) S (?-6) 

JIM 63.58 4.62 14.83 11.32 

63.38 4.54 14.77 11.43 

mmi4 6 

2 - 7 ^— $ y - 3 - -fu ifjU- 2 . 3 - *J t Kd - 4 H - t°U K t 3 . 

2 - e J - 1 . 3-f7/>-4-t> 

Hdfe^J 1 1 £|rW«£2fi£T\ 2 -T- ') J - 4 H - h°U K [ 3 , 2 - e ] - 1 . 

3- ^T>>>-4 -t>2 5 5mg, y^mit U f-7 A 9 m g „ 3 i7ft7°D fc°;U 0 . 
0 9 8ml^ffll»T, 2 -Tx— yU-f ^ y - 3 -^D t°;U- 2. 3->'tKD- 
4H-t?UK[3, 2-e]-l, 3-f7^>-4-t>2 l 2mg^; 0 
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M & : 9 4 - 9 5 "C 
Ttmftffim (C 1G H 15 N 3 OSi LT) 

C (96) H (96) N (%) S (%) 

Sllnjffi 64.62 5.08 14.13 10.78 
mm. 64.76 5.09 14.24 10.97 

mm 4 7 

3 - 77"o fVU- 2 - 7±—JU i J - 2 . 3 - i? t Ko - 4 H - t°«l K [ 3 . 

2 - e ] - 1 , 3 -^T^>- 4 

mmm 1 1 1 mm** J5 2 - r- u j - 4 h - t°u k [ 3 . 2 - e j - 1 . 

3-f7^>-4-t>3 8 3mg, **ffc Uf^^Umg, V/n 
h°JU0. 15ml£fflOT. 3-^V^Dt°;b-2-7i-;K ;/-2. 3- 
v*k Ko-4 H-fcTU K [3. 2-e]-l. 3-f7y>-4-t>144m 

1H.£ : 8 5 - 8 6t 

7C&-*tt/Tf£ (C l(i H 15 N 3 OS(t LT) 

C (%) H (96) N (96) S (96) 

lit 64.62 5.08 14.13 10.78 
SfeifcM 64.65 5.07 14.12 10.72 

mmm 4 8 

3 -y^-jU- 2 -y^—jU-f i y - 2. 3 - yt Ko- 4 H- fcT'J K [ 3, 2 
- e ] - 1 . 3 -f7y>- 4 
£tt0J 1 1 <bH*<Cjl!fj6feT, 2 -T- y - 4 H - t"'; K [ 3 . 2 - e ] - 1 . 

3 -f7y>-4 -7f>3 8 3mg, /Kifk'Jf-^A 1 4mg, a^-ft^^K). 
nml^ffl^T, 3-7>;b-2-7x-;K;y-2, 3-^fcKo-4H 
-k°UK[3. 2-e]-l. 3-f7y>-4-t>2 8 0mg^i/; o 

M£. : 6 8 -6 9t 

Ttmftffim ( C , 7 H , 7 N 3 O S <t LT) 

C (96) H (96) N (96) S (96) 

65.57 5.50 13.49 10.30 
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m.mU 65.80 5.48 13.62 10.35 

mwi 4 9 

3-7'J;l/-2-7x-;K;/-2, 3 - f J t Ko - 4 H - h°'J K [ 3 , 2 
- e ] - 1 , 3 -1-T : Jy- 4 

HJf^J l l 2 — T— »J 7 — 4 H — t° 'J K [3, 2 - e ] - l . 

3 -f7y>-4 -;f>3 8 3m^ N yfrmit l ) f" "7 A l 4mg, .^ffcT 'J /U 0 . 
I 3mlBlM, 3 - 7 l J;l/-2-7i^.;K ; / -2. 3-^tKo-4H 
-fc?UK[3. 2-e]-l, 3-f7y>-4-t>2 9 7mgmo 
lttj£ : 9 4 - 9 5 «C 
Ttmfrtftm. (C l6 H l3 N 3 OSiLT) 

C (%) H (%) N (96) S (%) 

III 65.06 4.44 14.23 10.86 
MmW. 65.29 4.39 14.24 11.05 

m&m 5 0 

3-^>^-2-7x_;K ;/-2, 3-yt h'P-4H-f'J K [3, 

2- e]-l, 3 -f-T5?>- 4 

mmm 1 1 traattcarisn?, 2 -t—v y - 4 h- t°u k c 3. 2 - e ] - 1 , 

3 - ?-TiS>- 4 1 5 Omg. 7Kifh'Jf 7A6mg, J&fb'OS^K). 
0 7 0ml^ffl^T, 3-^>y^-2-7x^;K;/-2, 3-^tKo- 
4H-h°>;K[3. 2-e]-l. 3-f7y/-4-t>13 0mg^/: o 

. 1 0 5 - 1 0 6 °C 
Ttm-frffim ( C 2 o H , 5 N 3 O S t UT) 

C (%) H (96) N (96) S (96) 

8?f&fiS 69.54 4.38 12.16 9.28 

mmm 69.74 4.43 12.22 9.10 
$imM5 1 

3 - ( 2 -iSJLf-jir i J if-yU) - 2, 3-ybFo-2- [ (4 - /• fvU 
-Y ~ 7 ] -4 H-tTU K [3. 2-e]-l. 3 -■f-ry >- 4 -jT 

> • 1 
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2- 'Jy) -4H-fc°'J K [3. 2-e]-l, 3-f7y 
>-4-t>9 0 0mg (3. 3 4mmo I ) , /k U ^ A 5 4mg. JgRt 

2- ->'xf;|/7;;xf;|/^DiJ K 6 3 3 m k £/fH ^T»#J 1 ] i(^tS<£^j* 

~ y^^yl/) -2. 3-i^t Kp-2 - [ (4 -/ -4 
H-bfU K [3, 2-e]-l. 3 -f 7i?>-4 - t> • lt|®Jg5 5 6mg 

SJM£tt/rliS (m/z) : 3 6 9 (M + ) 

«#l^n7A (DMSO-d 6 , TMS|A]giJ») 

5:1. 27 (6 H, t. J =7 . 1Hz), 2. 33 (3 H. s), 

3. 2 0 - 3. 3 0 (4 H, m) , 3. 40-3. 41 (2H. m) . 

4. 60 (2H, t, J=6. 8Hz) , 

6. 88 (2H, d, J = 8. 3Hz). 

7. 25 (2H, d, J = 8. 3Hz). 

7. 51 (1H, dd, J=4. 9, 7. 8Hz). 

8. 50 (1H, dd. J = 2. 0. 7. 8Hz). 
8. 7 0 ( 1 H, d d, J = 2. 0, 4. 1 H z) . 

£ jfcftl 5 2 

3- ( 2 - -^xf ;l/7 i 7 xf - 2-7xx;K ; / -2, 3-vtKn 
-4H-h°'J F [3. 2-e]-l, 3 - 'J > - 4 - * > 

J 1 1 t mmt<£ jj&T\ 2 — T— U 7 — 4 H — t° 'J K t 3 , 2 - e ] - 1 . 
3 -f7y>- 4 -7j->3 8 3m K , TK^ffc'Jf-^A 1 4 mg. t&?& 2 
;l/7;yxf;^oiJ K2 5 9mg^HH^, 3- (2-yxf;l/7; /xf-yl/) 
-2-7xxM;;-2, 3 - yt Ko-4H- t°U K [3. 2-e]-l. 

3- f7v>-4-t>2 5 4 mg^i|fc. 
ife.tf : 61-62t 
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C (%) H (96) N (96) S (96) 

MMffi 64.38 6.26 15.81 9.05 

64.36 6.21 15.83 9.08 

mw\ 5 3 

t°;u- 2 - [ (4 - h U 7;i/^-o^^-;U7i^;U) -i* * y ] - 2. 3 

- k K P — 4 H — tf U K [3, 2-e]-l, 3-f7y>-4-t> 

1 1 i(5j^|/j:^-j^-c\ 2 - ( 4 - h U ^U^ny ^vUT^- 'J y ) - 4 H 
-fc?»JK[3. 2-e]-l. 3-f7y>-4-t>6 4 6mg, *M'Jf 
18mg, S^f^u h°;U0. 19ml ^ffll^T. 3 -7°d t°yi/- 2 - [ (4 

- h ij7^tDyf;l/7i^;l/) ;7] - 2 . 3-yh KP-4H-k°U K [3. 
2-e] -1, 3-f7y>-4-t>5 4 6mg £*#fc„ 

Ml£ : 1 1 4 - 1 1 6 °C 

TtmftVrm ( C , 7 H , 4 F,N 3 OSi LT) 

C (%) H (96) N (96; S (96) F (96) 
Saftft 55.88 3.86 11.50 8.78 15.60 
Sfei&li 55.87 3.81 11.50 8.75 15.82 

m&m 5 4 

3 - ^>vyU- 2 - [ (4 - h "J 77b^py f;l/7i- vU) i 7 ] -2. 3 
-y t Kn-4H- t°'J K [ 3 . 2-e]-l. 3-f7y>-4-t> 
*Jfc#J 1 1 £ \Hmt£-^rMT\ 2 - (4-h'J -7;u?j- □ y -f-;UT— 'J y ) - 4 H 

- t" U K [ 3 . 2 - e ] - 1 , 3-f7y>-4-t/-6 4 6rag N zMfrf b U f- 

18rag v JUt'O^K). 24ml £fflC>T. 3 -^>-^;U- 2 - [ (4 

- h U 7;i/^D/fyl/7i^;l/) S y ] - 2. 3-ykKo-4H-t°'J K[3, 
2-e]-l, 3-f7y>-4-ty6 3 0mg^#/; o 

wife .£ : 1 2 6- 1 2 8t 

7C*^-«ffifi (C 21 H H F s NjOSi LT) 

C (96) H (96) N (96) S (96) F (96) 

mtfom 61.01 3.41 10.16 7.76 13.79 

mmW. 60.97 3.42 10.29.7.72 14.06 
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mmi 5 5 

4 - [ (3 -J *)U- 4 -tT+V- 2, 3-yt Ko-4H-tf'J K [3. 2 

- e ] - 1. 3 -f-T>> - 2 «J-r » 7;7] MM^f-^ 

-^AfctfiJ 1 1 £ |v^<r/j j£-T\ 4 - [ ( 4 - it* V - 4 H - h° 'J K [ 3 , 2 - e ] 
-1. 3-f7y>-2-^;W7;/]Hflxf;H. 3 1 g, TK^ffc 'J 
f^i3 6mg, 3*0 it/ f-;U0. 2 5ml £/tK>T> 4 - [ (3 ?-vU- 4 
-7t-+V-2, 3 t Kd-4 H-h°U K [3, 2-e]-l. 3-f7-^> 

- 2 'Jf» 7;/] ^J.»i^;U6 5 6mg^t 0 

: 1 8 2 - 1 8 4t 
TC^Hfrffi ( C , 7 H , 5 N 3 O 3 S £ LT) 

C (96) H (%) N (96) S (96) 

Slfeftfi 59.81 4.43 12.31 9.39 
^@&fi£ 59.63 4.43 12.23 9 . 5 3 

tmm 5 6 

4 - [ (4 -tT+V- 3 -^Ph°/b- 2, 3-yt Kn-4H-t°U K [3, 
2 - e ] - 1 , 3 -f7v?>- 2-j>)Ty) 7 ; y ] 2c.U#gf JC^-;U 

1 1 <h l^tt^&rC, 4 - [ ( 4 - V - 4 H - fcT K [ 3 . 2 - e ] 
-1. 3-f7y>-2-Y;W 7;/] SMSfxfvH. 3 1g, *M'J 
-^A36mg, 3^fty^/b0. 3 9ml^ffll'T > 4- [ (4-^-+V-3 
-■/o fc°;U- 2. 3 - v t K o - 4 H - t° U I * [ 3 , 2-e]-l. 3-f7y 
>- — 2 — T 'J 7-/] ^i.Sft$i^;U9 3 4 m g^f5/c 0 

st& : 1 15-1 17t 
7i:f?t#tJr{E (C 19 H 19 N 3 0 3 S<h IT) 

C (96) H (96) N (96) S (96) 

SI^fiB 61.77 5.18 11.37 8.68 

61.70 5.15 11.34 8. 70 

•&mm 5 7 

2 - [N-J^yU-N - (4 -/ f^7x-;l/) 7;/] —4 H — h° U K [3, 
2-e]-l. 3 -^-T^>- 4 -7t-> 
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1 0 0m 1 ©77X31:2-^ aa — zif-ym 1 . 5 9 5 g, ^tJ-*—)l> 1 
5ml. DMF 2ri50£AtU mWT 2m$lM® ! Mffi.^tz 0 S/»1^!J£#£|J?£, 
iliTSiLT}§^n/;S$^5m 1 ©y-tr h >Kji£8¥£-£/c 0 5 0 ml ®7 7 
zniiftyTViT^- 1 ?/, 7 7 0mgi7th>l 5ml £ AtllW 

zmm^z&mfc&mz.tzo 1 s^mmw^tzmir^Ltz^^s^mm^. mm 

£5 Om 1 77X3|:^/; t ;©777,3|;N-xf^-4 - hWJl' 

y«7y;Kvf*y7t- hmmzmWTffiT U HK-OTJi#£-t+ 

7x^l/j 7;y] -4H-t°U F [3, 2-e]-l, 3-f7v>-4-t 
> 2 . 6 6 g ^#fco . 

Mftj£ : 1 5 7. 5-158. 5t 

Tmfttftm. (C 16 H 15 N 3 OSiLT) 

C (%) H (%) N (%) S (%; 

mmm 64.62 5 . 0 8 14.13 10.78 

64.29 4.99 14.00 10.69 

m&m 5 8 

2 - (N-^f^-N-7i^yl/7 ;/) - 4 H-fcf'J I-" [3, 2 - e ] - 1 . 
3 -7-Ti/>- 4 

2 ca — zi^ymi . 7 5 7 g (11. 2mmo I) , Mft-^l 5 
ml, DMF 2ftK f t/7>fil7>t-^A8 91mg, 7th>15mU 
N-yf-7UT^U >1. 26g v 7th>l 0ml 01^^ SIMM 5 7 i: |WJ^ 
nr#i£T,K/£$-tK x^Z-^^v^U 2- (N-xf;l,-N-7xx;|/ 
Ti /) -4 H-t°U K [3. 2-e]-l. 3 - ^ > - 4 > 2 . 37 

Bfe.6 : 1 7 4 - 1 7 5 "€ 
Tzmftffim (C I4 H n N s OSi L/T) 
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C (%) H (96) N (9-6) S (96) 

SBIfttt 62.43 4.12 15.60 1 1.9 1 
3k$&m 62.44 4.14 15.61 11.96 

mwi 5 9 

2 - (N-7i sLjis—N - -?u if JUT i J ) - 4 H - h° "J K [ 3 . 2 - e ] - 
1. 3-f7y>-4-t> 

2-?cn^3? L yggl. 7 6 3 g (1 1. 2 mm o I ) , tti-fbf-^"— 7H 5 
ml. DM F 2 fiSk f-?i-->T>^T>^-— CA8 9 4mg> T-te h > 1 5ml, 
N--/Dt°^T-'J > 1. 59g, 7th>l 0ml £ffl(^T, 5 7£|jt] 

a^&T&lc^-tK x^y-^-x-fW^g s B a L, 2- (N-7i^l/ 
-N-7°Dtf;l/7; /) -4H-h°U K [3, 2-e]-l, 3-f7x>-4 

- * > 2 . 6 8 g ZfttZo 

: 1 4 1 - 1 4 2 X: 
Jtmftffim (C 1G H 15 N 3 OSi IT) 

C (96) H (96) N (96) S (%) 

iEfrfUlfi 64.62 5.08 14.13 10.78 
3IM 64.47 5.11 14.03 11.08 

mm 6 0 

2 - [ N — "7 N - ( 2 - -fa h°JU) T i J ) - 4 H - fc° 'J K [ 3 . 2 

- e ] - 1 . 3 -^T-^>- 4 -^"> 

2-7no-3fytl. 7 5 3 g (1 1. 1 mmo I ) , Mft-iH 5 
ml, DMF 2m, fty7>i7>^9A8 9 4mgs T4r h> 1 5m I „ 
N- (2 -^otVU) T— U > 1 . 59g, 7-feh>l 0ml £fflt^T> MMM 
5 7 iffi^^&TJxLt^tK -X.* 9 U 2- (N-7i_;l/- 

N - ( 2 - -7°d tf» 7;7) — 4 H — fcf U K [3, 2 - e ] - 1 , 3 - f-T -J 
>- 4 2. 7 5g*#fc 0 

lll.tf. : 1 7 5 - 1 7 6 *C 
vc^mii. ( C , 6 H , 5 N 3 O S t LT) 

C (96) H (%) N (96) S (96) 
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mmm 64.62 s.os 14.13 10.78 

MSfeM 64.50 5.10 14.03 10.74 

mmm 6 1 

2 - i y ) - 4 H — h° U K [ 3 , 2 - e J - 

1, 3 -TT i/> - 4 - 

2 - ? aa-zj^-^mi . 7 5 7 g (1 1. 2mrao I) , ffiftf t-;H 5 
ml, DMF2I, ^5j-->T>^T> J E-^^A8 91mg, T-t? h > 1 5 m U 
N-^yiSjUT-') >2. 15g, 7th>10ml £/tJ<^T. m^W 5 7 £H3 
##7j&T£j£$-h!\ ^y-^cfc^TO&U 2- (N-^>-^l/-N-7i 
-^7;/) -4H-t°U K [3, 2 - e ] - 1 . 3 -f 7^>- 4 -t>2. 
8 4 g£t#/Co 
Ml£ : 1 3 7 - 1 3 8 °C 
TtMftVtmi (C., 0 H 15 N 3 OSi LT) 

C (96) H (96) N (96) S (96) 

69.54 4.38 12.16 9.28 
£f*ffi 69.29 4.45 12.07 9.38 
M0iJ 6 2 

2 - [N- (4 -7'Dt7x-^) -N-Ji^-yUT $ / ] — 4 H — tf U K [3, 
2 - e ] - 1 , 3-f7-^>-4-t> 

2 -tuu — zi 2 0 3 g (7. 6 3mmo I) , Mf t-/H 5 

ml. DMF2i, ^7t-->T>^T>^-— >7A6 3 9mg, T-fcr h> 1 5ml. 
N-J^U- 4 -7'd*7-'J > 1 . 53g, 7-t? h/iOml £ffll>T> SOS 
#15 7 <tTO*£77i£T-£l££-ti-. ai^/-;i/J;0P?*S B B B L, 2- [ N — (4-7* 
p ; &7x-^) -N-xW;/] -4H-h°iJ K [3, 2 - e ] - 1 , 3- 
=f-T'Jy- 4 -7t>2. 0 8g^I/; o 
SI * : 1 6 6 - 1 6 7t 
TC^^f/rlS (C !S H 12 N 3 OSB rilt) 

C (96) H (96) N (96) S (9-6) B r (96) 
ai^H 49.73 3.34 11.60 8.85 22.06 
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49.63 3.25 11.46 8.81 22.15 

mmm 6 3 

2 - [N -jff-jU- N- (4 ho7x^.;l/) T $ / ] —4 H — fcf U K [ 3 , 
2-eJ-l. 3-f7y>-4-t> 

2-^pp-3f>8i. 7 5 7 g (1 1. 2mmo I) , Mft^H 5 
ml, DMF2i, ^•^••>T>|grT> ; &^^A8 91ms. T-fcr h > 1 5m U 
N-y 4 h* oT— U > 1. 78g, 7*F>10ml £/TH^T, W 

fI5 7i^i/j:-M-t'Bc;$-ti-, i^;-;i/«toMfiU 2- [N-yf-;u- 

N- (4-^hP7x T = J ] - 4 H - fc° 'J K [ 3 . 2 - e ] - 1 . 3 - 

^T-^>-4-7}->2. 8 5g^|/; 0 
HjSi : 223-2241C 
Jc*^Wtf ( C , A H , 0 N 4 O 3 S t UT) 

C (96) H (96) N (96) S (96) 

SSraffi 53.50 3.21 17.82 10.20 
f&^fiS 53.28 3.19 17.84 10.21 

mm 6 4 

2 - [ N - / N- ( 4 - ? □ □ 7 .x -=.;U) T i J] — 4 H — h° ■) K [ 3 , 

2-e]-l, 3-f-T-^>-4-^-> 
2 -?DD-^f >il . 7 5 7 g (11. 2 mm o I ) , to \ 5 

ml, DME 2j«©ffi^»*2l^iaiJnifta«ELA:o &£tt&tt*PflL fiffiTSl 

2 -^pp-3f>f^ o 'J K£ 1 0m I £>T-fcr h >fc#?#F.£-tf\ ft 
Til4{-3SifiL/Co ^7f^-->7>i7> ; e-')A8 9 1mg^ 1 T-fcr h > 1 5 

m i izmmzittzo zcommzmm,tei)<t>±tz<Dm'? p u k<d t -t? h 

5 $}-|HJT*]*.fco £ £ IC C ©SJSft* 4 0 5 dIBIflnffi L 'ii ttzT-mvo 
^•i!t*L/c 0 CCD, 2 - ? p D-3f / -Y yU-Y 7y7t>- h ©T-fcr h 

-T^UT— U > 1 . 6 6 g . T-tr h > 1 0 m 1 om&yg&MW 
T\ 5^fiTlfc. ftT&MKl 5B*|ffl«j$Ufco RJEfi^ft*, ftlOO 

n/:ffl*«EtOHJ;f)M u B a U 2- [N- (4-^qp7i-« -N 
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-J "f-JVT I J ] - 4 H- h°'J K [ 3. 2-e]-l. 3-f7y>-4-t> 
2 . 9 5 g 
K.* : 1 89-1 9CC 

mmm.^m^^ h 5 a c c d c i 3 , tms ftgmgs) 

<5:3. 63C3H, s) . 7. 31 (2H, d. J=8. 6Hz), 

7. 39 C1H. dd. J = 4 . 9, 7. 9Hz), 

7. 52 (2H. d. J = 8. 6Hz), 

8. 5 9 (1 H, d d. J = 1. 8. 4. 9Hz) , 
8. 6 7 ( 1 H. dd. J = 1 . 8. 7. 9Hz). 

mmm 6 5 

2 - [ N —~fu t*Vl/-N - (4 - h U -7)^X2/ f;|/7i^) - 4 

H-t°UK[3. 2-e]-l, 3 -f7^>- 4 

5£Sfc#J 5 7 tt|5j$4"y/&T\ 2 - ^ o D^:n^ >@£? a 'J K 1 5 8 m g . f-jj- 
>T>^T>*— 8mg, 4- C/pt>7;y) 'O'/h U7;I/t'J K 

185mg^t>u 2- [N--/Dt^-N- (4- MJ7WD/f;l/7x 
— 7 l J ] - 4 H- t°U K [ 3. 2-e]-l. 3-f7^>-4-t>l 
0 6 m g *mz 0 
MA : 2 1 6-2 1 7t 
7Cf£#M (C 17 H 14 F 3 N 3 OSiUT) 

C (96) H (%) N (%J S (96) F (96) 
Wsfoffi. 5 5.88 3.86 1 1. 5 0 8.78 15.60 
^mm. 55.79 3.84 11.49 8.79 15.65 

mm\ 6 6 

2- [N-'O^U-N- (4 - > 'J 7/l/tD.^fyl/7x-;l') Ti7] -4 
H-t°UK[3, 2-e]-l, 3 - f-T > - 4 - * > 

355fc#J 5 7 £|i^|§#2F&-T\ 2 - ? a o^n^- >ffi? a 'J K 1 9 0 m g „ ^pf 
y'7>i7> ; 6-')A8 3mg, 4- (O ; / ) 'O */ MJ "7 )\ziir U K 

2 7 1 mg^ffl^T, 2 - [N -^>>>;l/-N - (4 - h 'J yjVj-n J -7-;l/"7 a. 
— ;U) T = y ] - 4 H- h°'J K [3, 2-e]-l, 3 -fry>- 4 -jf-> 2 
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5 2mg^;„ 
M & : 1 7 1 - 1 7 3 °C 
TvMftVrffi (C^H^FjNjOSiLT) 

C (%) H (96) N (%) S (%) F (%) 

mmm 6i.oi 3.41 10. 1 6 7.76 13.79 

mm& 61.01 3.36 10.13 7.78 13.84 

mmw 6 7 

4 - [N-y <f-JU-N- (4 -JJ- + V- 4 H- t° 'J K [ 3. 2 - e ] - 1 . 3 

$mm 57 £ mffiteJS&~C\ — + K l 62mg, , f- 

^■>7yS[7> ; e-')A7 2mg < 4- Of^T;/) f If Kxf ;H 6 9 
mg^r>Hl>T. 4- [N-^^-N- ( 4 -tT* V - 4 H - t°U K [3, 2- 
e] - 1. 3 -f7y>- 2 -^yl/) 7$/] 3clf*xf^2 7 9mgW:. 
ttiKSlKnX'*? h^A (CDC 1 3 . TMSrtSMS*) 

6:1. 40-1. 4 8 (3H, m) . 3. 67 (3H, s) . 
4. 4 0 -4. 4 8 (2H, m) , 
7. 39 (1H. dd, J =7. 9, 4. 9Hz), 

7. 45 (2H. d, J = 7. 9Hz). 

8. 2 2 (2H, d, J =7. 9H z) . 
8. 5 6-8. 61 ( 1 H, m) , 

8. 6 7 ( 1 H. dd. J =7. 9. 1. 8 Hz) 
WM##rffi (m..- z ) : 3 4 2 (M'+l) 

mam 6 8 

4 - [N- (4 -*3rV- 4 H- fcf'J K [3, 2 - e ] - 1 . 3-f7^>- 

3£ttttl 5 7 £ 1*3 Ji^Sre, 2-^DDX3f>i^niJ K2 3 0mg, f-* 
•>T>gfT>*-r>A 1 0 0 m 4- ("/a ifJUT I J ) $IS|xf;l/2 7 
Omg^ffll^, 4 - [ N — (4 -7i-*y- 4 H- b° 'J K [ 3. 2 - e ] - 1 . 
3 -f-Ti? >- 2 -f;U) -N-^Dh';l/7i 7] ^S#^f-;b4 1 8mg£ 
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M .6 : 1 5 5 - 1 5 7 °C 

TClfcfttfr®. ( C , 9 H , 9 N 3 O 3 S i LT) 

C (96) H (96) N (96) S (96) 

mmm 61.77 5 . 1 8 11.37 8.68 

&mii 61.54 5.09 11.29 8.79 

mm 6 9 

2-(l. 2, 3. 4 -T- h7 h Kn + y U >- 1 --fyl/> - 4 H- b?') K[3, 
2-e] -1, 3 -T-7y>- 4 r 

2-^op^3f>Sl. 5 9 5 g (10. 12mmo I) , Mft-;H 
5mK DMF f^y7>l7>t-^A7 7 0mg, T-t? h>15ml, 
1, 2. 3. 4 --X- h 5 t Kd + / 'J > 1 . 35g, 7-bh>l Oml^ffl^T, 

mmms 7 trnm^m^Km^it, ^^y-^-^-^^=k^f?^ H B B L> 2- 

(1, 2, 3. 4 -f f-7 t Ko + y U >- 1 -4)1) - 4 H- t°'J K [ 3, 2 
-e]-l. 3 -J-Ti?>- 4 -*>2. 18(!^|/; 0 
Sltt : 1 7 4 - 1 7 5 t 
7i:3t##HI (C 16 H l3 N ;i OStUT> 

C (96) H (96) N (96) S (96) 

mmm 6 5. 0 6 4.44 14.23 10.86 

USSfcH 64.71 4.54 14.09 10.84 

mmm i o 

2- (-r>KU>-l--fW - 4H-t''j K [3, 2-e]-l. 3-^T 
- 4 

2 -y-na^=>^>^l . 7 2 8 g (10. 9 7mmo I) , Mft-;H 
5ml, DMF 2«k A 9 1 3mg, 7th>15mU 

-f > K 'J > 1 . 3 1g, 7H?h>10ml*fflM, Hl^l 57i f5j^/i^T' 
ix/££-fc!\ J^/-/UJ;9??*£iF H U 2- (Y > K'J >- 1 ->f ;U) - 4 H — t° 
U K [3. 2-e]-l. 3 -f-Tifs- 4 -3j"> 2. 4 5 

St * : 2 4 9- 2 5 0X 



75 



WO 97/17970 



PCT/JP96/03339 



7C*$>*MB ( C , 5 H , , N 3 0 S t LT) 

C (96) H (96) N (96) S (96) 

aimifiS 64.04 3.94 14.94 11.40 

mmm 64. 07 3. 99 14. 90 11. 53 
mMm 7 1 

2 - ( 2 - y > K U > - 1 - -f /U) - 4 H - t° U K [ 3 . 2 - e ] - 1 , 

3-f7-^>-4-t> 

2-^DD_3f>|l. 7 5 7 k (11- 2mmo 1) , Mft-^l 5 
ml. DMF 2m, fty7>!7> ; e-'!7A8 91mg, T-tr h > 1 5 ml, 
N- /1-)\/T->) > 1 26g, 7th>l Oml £/Ht^T. s£M#J 5 7 
tt^STSlc; £ -fcK i^y-^J:*) Pl^ffif, U 2 - ( 2 - /• ^-;U-r > K U > - 1 
--T;U) -4 H-fcfU K [3, 2-e]-l. 3 - it > - 4 > 2 . 37 
g£*#/c c 

: 1 7 8. 7-179. 7 *€ 
7C^##H£ (C l6 H 13 N 3 OSiLT) 

C (96) H (96) N (96) S (96) 

USSHg 65.06 4.44 14.23 10.86 
^SJffi 65.11 4.37 1 4.21 10.92 

mm\ 7 2 

2 - [ N - / =f-)V- N - ( 3 - / fyl/7x^;l/) 7; / ] — 4 H — b° U K [ 3 , 
2-e]-l, 3 -f7^>- 4 
2-^nu^3f>|l. 5 8 8 g (10. 08mmo I) % Mf*-^1 

5ml, D M F 2 m<Dm^^ 2 OtRHtolMfifc L/c B fofcm^&tv'&mt r^m 

Ltz a 2 - ? Dp-3f>i^p ij K<g. 10ml (DT-tr h >ICj<gj#£ 

■ti-/c 0 -f Vf t ->T >S7 > J &j^ r > A 8 4 4 mg&T-i? h > 1 5ml djgP^ # 
/Co C©j&$(C5fc{Cf#£>ft/c6^ D U KOT-tr h 5 ^fajTfi^TriS K L 

/Co $bC4 0J^(CJln^LT5^J^c^it/c^.l;/c^?g!^^jt*L/Co CCD 

- /- ^yl/- m - N ;U-f > 1. 2 8 g x T-tr h > 1 0 m I ©g-grtfc^-flKff T£ 
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ST 5 ft~CffiT L/Co «6T^$ «^>tr 3 B# RBM^ U/cO^ 1^1 0 0 0ml (DtKtK 

;7] -4H-t°'J K [3, 2-e]-l, 3 -f-T if> - 4 > 2 . 43g 

M& : 1 7 6 - 1 7 7 "C 

<5 : 2. 43 (3 H, s), 3. 66 (3 H, s). 

7. 1 3 C 1 H, s) . 7. 1 5 ( 1 H. s ) , 

7. 3 3 ( 1 H, d. .1 = 8 H z ) , 

7. 37 (1H, dd, 5=4. 9, 7. 9Hz), 

7. 42 (1H, t, J=7. 8Hz), 

8. 57 (1H, dd, J = 1. 8. 4. 9Hz) , 
8. 67 (1H, dd. J = 1 . 8. 7. 9Hz). 

mm 7 3 

2- [N-y^U-N- (2-yf;l/7i-;l/) T$ 7] -4H-hfV K [3. 
2-e] -1. 3-f7v>-4-t> 

2-?DD^3f>Sl. 613g (10. 2 4 mmo 1) > l&lt^*— ;H 
5ml, DMF 2?iS, f-* ->T >^T>*-— ^ A 7 8 0 m k> 7-b h > 1 5ml. 
N-yf;l/- o - 2 1k, 7-fcr h>10ml £JBl*T\ 5 

7 £[simUJjfeT')5ifo$-&, JC*y-;U«k»)f?*&ftU 2- [N-y^vU-N- 
(2 f;l/7x- ;U) T i J ] - 4 H- t°U K [ 3, 2-e]-l. 3-f-T 
y>-4-^->2. 2 8g^/;„ 
HI A : 2 0 8 - 2 0 9t 
it%^m. (C 15 H l3 N 3 OSiLT) 

C (96) H (9-6) N (96) S (96) 

gisfclig 63.58 4.62 14.83 11.32 
mMfcm 63.62 4.59 14.78 11.34 

mmm 7 4 



77 



WO 97/17970 



PCT/JP96/03339 



2- [N-^^U-N- (3. 4-^fl/>^y7x-W 7;/] -4 
H-t°UK[3, 2-e]-l, 3 -?-T i> > - 4 > 

2-^DD^3f 5 8 5 g(10. 0 8mmo I) , Mft-;H 

5ml, DMF 2 Ms f-:t -> T >7®T >^t— ^ A 8 4 4 mg v 7t h> 1 5mU 

4 -y f- l/>^*->7^'J > 1 . 83g, 7th>10ml 

,&U 2- [N-xf;l/-N- (3. 4 ^b>^^-+->7a:^l/) T$/] 

- 4 H- fc°'J K [ 3, 2-e]-l. 3-f7/>-4-t>l. 9 1 g^5fc 0 
MM. : 1 8 4- 1 8 51C 

Ttlgftffim (C | 6 H l3 N 3 0 3 S <t LT) 

C (%) H (%) N (%) S (%) 

Slfetit 58.70 4.00 12.84 9.80 

mmm 5 8.62 4.02 12. so 9. 85 
mmm 1 5 

2 - [N-y ^;U-N- C 4 — h U h + ->"7 *.=jlO T $ / ] - 4 

H-fcf'J K [3. 2-e]-l, 3 -f7/>- 4 -t|-> 

2-?DD-3f>|8 2 4rag (5. 2 3mmo I) , S&ltJ-JT—Jll 0 m 
U DMF 2fKl\ -f-^-->T >®?T>^— *7A4 OOmg, T-tr h/i Oml, N 

- / =f-fr- 4 - h^r-sT— U > 1 . 0 g, THr h > 1 Oml 

I -«#>j 5 7 iH^^^TKAc^i+s -x.* J -4/«fc ^ TT&iun 2 - [ N 
-yf^-N- C 4 — h U 7^tPy h*->7i^;U) 7-;] - 4 H - k° U K 
[3, 2-eJ-l. 3-f7y>-4-t/l. 4 9g^if;„ 
MM. : 1 7 6 - 1 7 7t 
7cS^*/fffi ( C , 5 H , o N 3 O 2 S F 3 t LT) * 

C (%) H (96) N (%) S (%) F (%) 
lit 50.99 2.85 11.89 9.08 16.13 

nmm 50.91 2.89 11.98 9.15 1 6 . 35 
mmm 1 6 

2-(l. 2, 3, 4 - f F 7 h Ko-f V + 7 U > - 2 - ^) - 4 H - t°'J 
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K [3, 2-e]-l, 3-f-Tv>-4-7f-> 

2-^DD^3f>8l. 7 18g (10. 9 0mmo I) , Mft^H 
5 m U DM F 2 ?f&\ s f-$ri/7 >8£T ^ A 8 7 2mg, T-b H > 1 5 m I 

1. 2. 3, 4 -r- h7 t Ko-T V + y 'J > 1 . 5 2 g, T-tr h > 1 5 m 1 &m 

t^T, mmis 7 tmmteJji£;T'mo-£-&. ; -ji<£<om?i&L, 2- a 

2, 3, 4 - f h7h l-'D'f 7 + ; ij >-2-^;l/) - 4 H - t° 'J K [ 3 , 2- 
e]-l, 3 -*T r J>- 4 1 . 58g^/:, 

ife .£ : 1 5 9 - 1 6 0 °C 

Ttmfrtitm (C 16 H I3 N 3 OS<!:UT) 

C (96) H (%) N (96) S (96) 

SUMS 65.06 4.44 14.23 10.86 

MWtiiM. 65.12 4.41 13.97 10.80 

2- (N-<>y;l/-N-yf;l/7i J ) - 4 H - h" >J K [ 3 . 2-e] - 1, 
3 -=f-7\fy- 4 

2 DD^3f>il . 7 5 7 g (11. 2mmo 1) , Mft-^1 5 
ml, DMF 2flfc\ f-7|-->T>^T>*— 89 lmg, T-tr h > 1 5 m U 
I* - / * )WO V fi/7 42g, 7-trh>l 0ml £#J(^T, gdfeffl 5 7 

<tl^#^^?*TSic:$-tir % ai^y-^-jn— fyl/,* »> ffiBfl U 2- (N-^> 
y^-N-y -4H-h°'J K [3, 2 - e ] - 1 , 3-<f-7i?>- 

4-7f->l. 5 3g^#t„ 
Hfe * : 1 1 2 . 5 - 1 1 3 °C 

fcmfttrm ( c , 5 h , , n 3 o s t it) 

C (96) H (96) N (96) S (96) 

lEteM 63.58 4.62 14.83 11.32 
l£SHI 63.62 4.53 14.92 11.48 

urnm 7 8 

2- (N->f;|/-N-7i.^f;l/7;;) -4H-k°U K [3, 2-e] - 
1. 3-f7y>-4-t> 

79 



WO 97/17970 



PCT/JP96/03339 



2 ua-a1->ffi 1 . 7 9 2 g (11. 3 7mmo 1 ) „ V§AVf-*—)\,\ 
5m U DMF 2ri> ->T >gfcT A 9 0 9mK> 7-trh>l 5m I v 

N-yf;l/7iW7 $ > 1 . 61g, 7th>10ml £JH<^T. UiM 5 

7 tmwiJjti:X'fcm£-&, ^^y-^ct*?MM B B B L. 2- (N-yf^-N- 

7iW7;y) - 4H-fiJ K [3, 2 - e ] - 1 , 3 -*-T v > - 4 
> 1 • 9 1 K ^Ifc. 

: 1 1 5 - 1 1 6 t 
Ttm'sWrW. (C , 6 H , 5 N 3 0 S t LT) 

C (96) H (96) N (96) S (96) 

SMMft 64.62 5.08 14.13 10.78 
HUMS 64.83 5.07 14.18 11.01 

mmm 1 9 

2 - ( N - •> * o^s+ ->;U- N - / i / ) - 4 H - fc° ij K [ 3 , 2 - e ] 

-1, 3 -f-T S*>- 4 

2 -^crn^a^>gjf 1 . 7 4 9 k (11. 1 Ommo I ) , Mf^H 
5ml, DMF2I, ^y7>i7>t-')A8 8 8mg, T-fe h>15ml > 
N-/^;l/->^D^+i/;UTi >1. 32g, 7-th>10ml £/?H^T, 

2 - ( N — -> ^ u^^-iy )U— N - J * JUT i / ) - 4 H - t° 'J K [ 3 , 2 - e ] 
-1. 3 -f7y> - 4 1 . Ug^lt. 

Mi * : 1 3 4 - 1 3 5 «C 
TC^t/fffi (C l4 H, 7 N 3 OScbLT) 

C (96) H (96) N (96) S (96) 

mmW. 61.06 6.22 15.26 11.64 
SiSfcfil 61.02 6.23 15.39 11.79 

mmm 8 o 

2 - ( 4 - / =f-)U h°^5 v > - 1 - ;U) - 4 H - h° U K [ 3 , 2 - e ] - 1 , 
3 -*TV>-4 • 1&R& 
2 -^on-r.z»f->®! 1 . 5 9 5 g (1 0. 1 2mmo I) , igftft-;H 
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5 m U DM F 2 Tilk ft->7>lE7>^OA7 7 Omg, T-fe h > 1 5ml, 
N-J ^;Ut°^5 >?> 1 . 22g, 7th>] Oml ££H^ 5 7 <hlH 

^Et-fttt-x^l/Tjgtt&U 2- (4 f-7Ut°^7> ? >- 1 --OU) - 4H 
- h° U K [ 3 , 2-e]-l. 3 - f7J? >- 4 > • 1 1 . 1 4 g£ 

HL& : 1 6 7 - 1 6 8 t 

■JcfWMfNH (C 12 H H N 4 OS ■ HC I t LT) 

C (96) H (96) N (96) S (96) C 1 (96) 

mmm 48.24 5 . 0 6 is. 75 10.73 11.87 

^SfcM 48.01 5.13 18.67 10.71 11.69 

•wm\ 8 1 

2 - [ (±) - x.f V - J JUtf)l/-h > - 2 - -Y ;U] T $ y - 4 H - fcf U K [ 3 . 
2 - e ] - 1 , 3 -f-Tv>>-4 

2 - ? pu^.zFf->®f l. 5 9 5 g (10. 12 mm o I ) . t&itf- * — 1 
5m 1 , DMF 2ri8£l 0 0ml ©77X34- 2 ^BHW«MiaE Ufc. &&&&& 

f-7f->T>^T>^-^^A 7 7 0mg<t7-tr h> 1 5m I (D&^^ 5 Om I 
07 7X3^u, ±©Mi5T^t>nfclS!ig<t^©5 m I T-tr h >*gjft£j«T 

fcj&ii&^SlJ© 1 0 Om 1 77X3CS;^; 0 

(±) -oi? v - 2 - y ;btf>^;uy = >1. 1 3 g. T-tr h > 1 5m 1 

-^f^^MfaLT, 2- [ (±) -i? V-7^U^U^->- 2 
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7; /-4H- t°U K [3. 2-e]-l. 3-f7>'>-4-t>l 2 0 0m 
g £#/c 0 
St* : 2 1 9- 2 2 0t 
TLmfrVr®. (C I4 H 15 N 3 OSi UT) 

C (96) H (96) N (96) S (96) 

SlBfeffi 61.51 5.53 15.37 11.73 
'Mm$L 61.50 5.45 15.52 11.76 
$k1&m 8 2 

2- [N- (4-^DD7x-;k) -N-^^yUTi/] - 7-^f;L-4H 
-fc?'JK[3, 2-e]-l. 3 -f-Ti?>- 4 

2 D p- 6 -/• ^-)V—Z2^-ym.2. 175k (12. 6 8mmol),£ 
iti-yt—JV 1 5m K DM F 2 nS. f"* >T >f$T >^^^ A 1 . 0 1 g, T-fc 
h > 1 5 m U N-^f;P- 4 - ? DOT— U > 1 . 8 1 g, T-t? h > 1 0ml 

[ N — 7i^) - N — > ^;I/T ; / ] - 7 - y 4 H — t° ') 

K [3. 2-e]-l. 3 -f7v>- 4 1 . 5 8 g£#/c Q 
: 1 9 6 - 1 9 7 °C 
fcmftWm ( C , 5 H , 2 N : , O S C I iLT) 

C (96) H (96) N (96) S (96) C 1 (96) 

fliMfi 56.69 3.81 13.22 10.09 11.16 

mmm. 56.57 3.78 13. 0 8 10.17 11.03 
mm 8 3 

2- (6-ynt-l, 2, 3, 4-f h7tKa+/iJ>-l-^;l/) -4 
H-t?UK[3, 2-e]-l, 3-f7v^>-4-t> 

2-?nox3f>ISl. 8 2 9 g(ll. 6 lmmo 1) , Mf-^H 
5ml. DM F 2 -i Vfty7 >FS?T >^6— O A 9 7 2mg N T-t? h>l 5 
m U 6 1 , 2, 3, 4-r h5h Ka + ; 'J >2. 4 6 2 g, T-tr 

h > 1 0ml £fflt^T. HM^J5 7 £|ii|^;£&Ti*0£^ 
f^-^f>J;^^ H L, 2 - (5-7d^-1, 2, 3. 4-f l>5kK 
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U*rJ ') >- 1 --T;U) - 4 H- t°U K [ 3, 2-e]-l, 3-f7y>-4 
-7f>2. 3 5 0 gr#to 
: 1 7 3 - 1 7 4 *€ : 
7C**rr*a CC ls H, 2 N 3 OSB r i LT) 

C (96)- H (96) N (96) S (96) C I (96) 

mmm 51.35 3.23 11.23 8.57 21.35 

f^l&fil 51.39 3.13 11.20 8.62 21.26 

mm\ 8 4 

2- (6, 2, 3. 4 --f h 5 t Kp*/ 'J >- 1 --fJl/) 

-4H-t*U K [3. 2-e]-l, 3 -^T 5* >- 4 -5f > • 1 jflM 

2-^DD^3f>Sfl. 3 3 9 g (8. 5mmol),Mfti;H3ni 
I , DM F 2M> -f Vft/T^iTVt-OAe 8 Omg, T-fcr h> 1 3m U 
6, 8->>7'o*-l, 2, 3, 4 —f f>7 t + 7 U >2. 4 7 3 g, 7t 
h > 8 m 1 ^ffl^T, HMfJ 5 7 £ffi«tt2rarCfiJES-ti\ -^*V -^-'Mf-fr 
> J: 9 FJs&iFb U 2 - (1, 2, 3. 4 — f h-5 t Kp + / JU- 1 --f;U) -4 
H-b°U K [3. 2-e]-l. 3 4 • 1 7KfP^2. 24 4 

it* : > 1 1 0°C (frW) 

Ttmfrffr (C ie H,,NjOSB r. lHjOiLT) 

C (96) H (96) N (96) S (96) B r (96) 
ifflfiStflfi 40.79 2.78 8.92 6.81 33.92 
g&ttfl 40.70 2.60 8.90 6.92 34.16 

S&ftVrffi. (m/z) : 4 5 3 (M + ) 

mmm 8 5 

2 — [ N — ( 2 , 3-i?hKo-l, 4 -<> , /^t+t>- 6 -N 
-xf;U7iy] - 4H-t^U K [3, 2 - e ] - 1 , 3-f7y>-4-^-> 

2-^po^^f>Sl. 89 1k (12. 0mmol),Mft-;H5 
m 1 , DMF 2?jSOzg^*2ir#PdJMSgftL/Co fciflgU $U3£T 
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tz a -fyfty7>i7>^--7A7 7 Omg£, 5ml dfi^Tft* 

Z<Z>mmz2 -9 au — zi?->m?a U K©T-fer h >mi&$: 5 4>|KJ#M;f- 

vlO^SSCx ^ST\ N — 3 . 4 -Ji^U >iy;t+->T — >J > 2. 15 

1 g ctT-tr h > 1 0ml <DM&®}& 5#|H12M}> mWTmTLtz 0 fSf 1 6 n$ 
P^m^U/c^, 1 0 0 0ml (WjQjcKflflliK fttil-fZte&SrmW 

[N- (2, 3-ytKo-l. 4-<>v*yW>-6-^;l/) -N-xf 
^7;7] - 4H-h°-J K [3, 2 -e]-l. 3 - f-T : J > - 4 - * > 2 . 1 
8 g^#/Co 
il!^ : 1 9 2 - 1 9 3 °C 

wmmsmx^? c c d c 1 3 , tms rtsis$s2go 



1 . 


2 7 


(3 H, 


t. J 




7 


» 


0 H z ) , 




4. 


1 4 


(2 H. 


q . J 




7 




0Hz) , 




4 . 


3 2 


(2H, 


d. J 




8 




6 H z ; . 




4 . 


3 4 


(2H, 


d. J 




8 




6 H z ) . 




6. 


7 8 


( 1 H. 


d d, 


J 




2 


. 4, 8. 


5 H z ) . 


6. 


8 2 


( 1 H. 


d, J 




2 




4 H z ) . 




7 . 


0 0 


( 1 H, 


d, J 




8 


* 


5Hz). 




7. 


3 5 


( 1 H. 

L 


d d. 


.1 




4 


. 9.7. 


9 H z ) , 


8. 


5 6 


( 1 H. 


d d. 


J 




1 


: 8. 4. 


9 H z ) , 


8. 


6 5 


( 1 H. 


d d, 


J 




1 


. 8.7. 


9 H z ; . 



mmm 8 6 

2-CN-C3, A- : J/ b^ris? -N-X-^-JUT ■/] — 4 H — h° 

UK [3. 2-e]-l. 3-^T-^>-4-^> 

2 au — af-ymi ■ 7 3 3 g ( 1 1 mmo I ) > i&<t=f-7t—)l> 15ml. 
DMF2i\ VftyT^ltT^-^AS 8 Omg, T-fe h > 1 5ml, 3. 
4 - ^->-N-i^;UT^ V y 1 . 9 9 3 g. 7-tr N > 1 0 m 1 Mi^Tx 
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mw\ 8 5 1 mmtt&T'Bifoz-tt, 3-9 j -;u j: <o u 2 - [ n - ( 3 , 

4 - *J* Y*is-7 jl —)V) - N -JLJ-JUT I J ] - 4 H - t° 'J K [ 3 , 2-e] 
-1, 3-f-T^>-4 -?T>3. 3 8 8 g^|/:„ 
: 2 0 9 - 2 1 0 °C 
tc^^/tM (C 17 H l7 N 3 0 :i Si LT) 

C ("6) H (%) N (9-6) S (96) 
MMtfM 59.46 4.99 12.24 9.34 

35Sfcffi 59.27 4.93 12.15 9.35 

2 - [N-if-yU-N- (3 - / b^>y 7;/] — 4 H — fc° V K [ 3. 

2 - e ] - 1 . 3 -f-T'Jy- 4 

2-?pp-3f>ll. 891g (12 mm oH. ^t^^f-JUl 5ml, 
DMF 2 -i vn-i/T>mTy^—'yA9 6 0m g> T-fcr |> > 1 5 m 1 > 3 
-/ h + y-N-xf^7-'J >1. 815g> 7-th>10ml ^I^t> m 
mM8 5 tmmte£>m-(;lx.fc£ J £, / -;UJ:<)lf*il B B B U 2- [N- (3- 
^ h + ->7 x— ;l/) -N-^JUT i J ] - 4 H-fc° 'J K [ 3. 2 - e ] - 1 , 
3-f7y>-4-t>3. 1 0 7 g^ifc, 
Mllj.tf : 1 3 5. 5-136. 5 *C 
-jrfr*$Mfrffi ( C , 6 H , 5 N 3 O ., S t IT) 

C (9-6; H (96) N (9-6) S (9b) 
SfiliMi 61.32 4.82 13.41 10.23 

61.39 4.79 13.42 10.40 

mmm 8 8 

2 - [N-a^U-N- (4 -fVT'D h°;U7 x~;U) 7;/] — 4 H — b° U 
K[3, 2-e]-l, 3 -^T>>>-4 

2 — 3 4 7 g (15. lmmo 1) , Mf^-^3 0 

ml, DMF 3M. <4 Vf-*>T>®?7>*^^A 1 . 2 6 2 T-t h > 1 5 
m 1 s N-jl^-jU- 4 -^7^u if JUT-') > 2. 5 8 3 g. 7-b h>10ml 
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>J:*)W*£iftU 2- [N-Ji^/b-N- (4-l , vyDt°;l/7 i ^l/) 7; 7] 
-4H-t°'JK[3, 2-e.l-l, 3 - 5? > - 4 - * > 3 . 3 8 8 r^ 

o 

ffMMl (m/ z ) : 3 2 6 (IVT + l ) 
^I^lx^^ hJKCDCIj, TMS rtSuaif*) 
<5:l. 26-1. 3 2 OH, m) , 

3. 00 (lH, qq, J = 7. 2Hz), 

4. 18 (2H. q, J=7. 2Hz), 
7. 22 (2H. d, J=8. 0Hz). 

7. 35 ( 1 H, dd, J=4. 4. 7. 6Hz), 

7. 3 8 (2H. d. J = 8. OH z) , 

8. 55 ( 1 H. dd. J = 2. 0, 4. 4 H z ) . 
8. 6 6 ( 1 H. del. J =2. 0. 7. 6H z) . 

3iJE#"J 8 9 

2 - [N - -xf-;U- N- ( 4 -7tf;l/7i^;l/) 7;/] - 4 H - tf'J K [3. 

2- e]-l. 3-f7y>-4-t> 

2 - r> P u^=i^ 5 7 6 g ( 1 0 mm o 1 ) „ i&ik^jr—fr 10ml. 

DMF 2rft\ ^7ft->7>S7>*-'7A8 3 7mg, 74? h > 1 0 m U 4 
-T'-tr^yb-N-Jif-^T— U >3. 9 8 6 g. 74? h > 1 0ml ^ffll>T, 

mw8 s tmffitett&T&.mz-&. x^y-^owiwi/, 2- [n-ji^u 

-N- (4 -7tfA7x-;l/) 7;/] - 4H-t°'J F [3, 2 - e ] - 1 . 

3 - *T ; Jy- 4 -*>2. 7 2 9 g^#t 0 

: 2 0 3. 5-204. 5 <C 
TcS'^/ffifi (C , V H, 5 N 3 0 2 S t UT) 

C (9-6) H (96) N (%) S (%) 



M 62.75 4.G5 12.91 9.85 
&fMK 62.57 4.66 12.80 9.82 
9 0 

2- [N-J^U-N- ( 1 H — 1 — J -f-JU-OX^f i yV—Jl/— 5 — -OlO 
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T i J 1 — 4 H — h° V K [ 3 , 2 - e ] - 1 , 3 -f-T : J > - 4 - it ytgWOM 

2 - ? azi — a^-ym 1 . 51 2g (9. 6mmol) , !£ftft-JH5m 
1, DMF 2^K^fe£2lftBltafftattL*:. KfcM&ty*&W'&m£Tmfa 
U 1!}^/:®^ 10ml ©T-t? h >f:?g8?£-ti\ 2-^DD-3f>|^p 

5 mwfxMT Ltz a bifomttVoz , 4 o °cmiim± 5 ^- u 

+/f ff { ^> T<^?^^-Z#.^fe U ^ 2 -^□DJi.=Jf-/>i';U^y^-^>T?.- HCDT-fcr 
>i«^ifco Jgtf$T> 5- (N-Xf^T;/) 

1 H-OX-T i Vv'-JUl . 6 8 5 g. T-ir h > 1 0 m I CDr!^£ 5 »|8|j^ 
tfTWTUfco 6B$HI«#Lfc*, ftlOOOml Irl ^ . firffi 

3^9 ; -jv-3L-9-)i<&ionm&^x, 2- [n-ji^u-n- ciH-i-y 

^7K>XV i PV-Jl- 5 7W] -4H-h°U |* [3, 2-e] - 

i. 3 -=f-T-j>- 4 • mmm 1 - 1 7 1 g^#/: 0 

Cm/ z ) : 3 3 8 CM' + 1 ) 

mwi^.im%xK^ h^(CDc i 3 , tms \*imwM) 

6:1. 20 (3 H. t, J = 7. 3 H z ) . 4. 05 (3H, s). 
4. 13 (2H, q. .1=7. 3Hz), 
7. 55 (1H, dd, .1=4. 6, 7. 9 H z ; . 

7. 6 4 ( 1 H, d. J = 6. 7 H z ) , 

8. 05 (1H. d, J=6. 7Hz), 8. 07 ( 1 H. s). 
8. 5 1 (1H, d d, J = 1. 8, 7. 9Hz) . 

8. 6 6 ( 1 H, dd, J = 1. 8. 4. 6 H z) . 

mmm 9 1 

2-C1H-2, 3, 4, 5 -7- t Kb - 1 -'OXT-t: t°>- 1 - 4 )V) 
-4H-t°'J K [3, 2-e]-l, 3 -^T 4 > 

2-?DD-3f->|l. 576g(10mmol), U\<t^-JV 1 3ml, 
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DM F 3 ?Ku Vft->7 >®?T>*-^ A 8 3 7mg, T-fcr h>13ml, 1 
H - 2, 3, 4. 5-f h7kl'P-l XT-fft*> 1 . 5 4 9 T-t? h 

> 1 2 m I £ffl^T> 35J6H0J8 5 £ffi&tt#&T!s&S3-a\ i^y-Wjfifi 1 
fiU 2- (1H-2, 3. 4. 5 — r t Ko- 1 -'O X'T-t? k°> - 1 - 
- 4 H- fy K [ 3. 2 - e ] - 1 . 3 -?-Ti?>- 4 -*>2. 5 65 

Bfc.& : 2 3 5- 2 3 6t 

Jc*#*rfl[ (C i; H, 5 N 3 OSi LT) 

C (96) H (%) N (%) S (96) 
aifeliS 66.00 4.89 13.58 10.36 
m&>m 65.91 4.91 13.43 10.29 

mm 9 2 

2 — [ N — (4-^P07x^W -7-7x^-4 
H-tfU K [3, 2-e]-l. 3 - f7v>- 4 -^"> 

2 - h KD + y-6-7i^3f>i|2. 150g (lOmmo 1) , ig 
it?-*—Jl/3 0m I , DM F 2 ffi<Z>ffi£-tt£ 5 HMftHftJBjftL*:. frlZM^VoZ 

-<%n'&. marmnLtco w^:«i^thf2 o m i (c^$-a-/c 0 

YVf^i/7>S7> ; t-'7A8 4 Omg, THF 1 5m 1 „ T-fe h>l 
Om I (DM&®lzm&T5frmTffiT{stCa £ <DK.fcm&®& 4 0«C©f*iS_L5 

n7-'J > 1 . 416g, THF 1 0 m 1 OMftVoZ 5 #luWt , WI'HTL 

/Co c ©£j&fi£-i&£ 1 7u#F B m?aT'»gJi-u/c^, «eet»wu »£nfc«t» 

CTHF15ml ^tJli^L 4 B^fR3. timmffiLtz 0 fefcM&Vd£(%m&. VrttlLtz 
Mp h d«1XLs THF, sc.? J- JUT'Mrxfcfr L s jJJITW^-tffc, W±>tltz 
<t&<®&mzL? J -^T'ffJtBfc^U Ml± R&^-tfT, 2 - [ N — (4-^P 
D7!^;l/) -N-y ^;UT ;/] - 7 -7 x-=JU- 4 H — t° U K [ 3 , 2 - e ] 
-1. 3 -^T : Jy- 4 -3*-> 9 1 8mgW:„ 

M>.£ : 2 7 9. 2-280. 2 

7cM«rI(C 20 H M N 3 OSC lilt) 
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C (96) H (96) N (96) S (9-6) . C 1 (96) 
mtfoffi. 63.24 3.71 11.06 8.44 9.33 

mmm 63.17 3.59 11. 0 8 8.19 9.43 
mmm 9 3 

2- [N- (4-tKo + ->7;/7x^) -N-yf-;UT~/] -4H- 
fcfU K [3. 2-e]-l, 3 -f-Ti?>- 4 

^»]6 3Tibn/:, 2- [N->f;b-N- (4--ho7x-M 7; 
/] - 4H-k°iJ K [3, 2-el-l, 3 -TT 4 1 . 181g 

(3. 76mmol), DMFlOOml, 1 096Pd7 , 7-rtt>250mK (DU 

S&flKU THF> x-PS-JUT-mfofoftL. «HiTft»aft, 2- [ N - (4- 
t Ko + ^7; /7i-W -N-/f;b7; /] - 4H-k°'J K [3, 2 - e] 
-1. 3-f7y>-4-t>7 7mg?-'#/c«, 
m&ftVTm (m/ z) : 301 (M + +l) 

X'*? h^(CDCI 3 , TMSMi) 
<5:3. 48 (3H, s) . 6. 97 (2 H, d. J =8. 8Hz). 
7. 30 (2H, d. J=8. 8 H z ) . 

7. 53 (1H, dd, J =4. 8, 8. OHz), 

8. 49 (1H. dd, J = 1 . 6. 8. OHz). 
8. 57 (1H. d. J = 1 . 6Hz), 

8. 66 (1H, dd, J = l. 6, 4. 8Hz). 
8. 7 0 ( 1 H, b s ) . 

mmm 9 4 

2 - [N- (4-7; /7 - N - / ^JVT 5 / ] — 4 H — h° U K [ 3 . 

2-e]-l, 3 -f7v?>- 4 -^"> 

^M6 3T#t>tlfc> 2- [N-^f^-N- (4-^hD7i-W T; 
y ] -4 H-bf'J K [3, 2-e]-l, 3 -^7^>- 4 1 . 5 0 5 g 
(4. 7 9ramol), DMF5 0mU7*--7^1. 5g®M^ 
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3-9 J -Jls£l9'&&3i$-&, 2- [N- (4-7;/7i-;W -N- 
/ *)VT \ J ] - 4 H - h° U K [ 3 . 2 - e ] - 1 , 3 - if-T > - 4 - * > 9 
8 4 m g£f#fc 0 
il!.^; : 2 4 9. 5 - 2 5 0. 5t 
7G*0*r« (C M H l2 N 4 OSiLT) 

C (96) H (96) N (96) S (96) 

111 59.14 4.25 19.70 11.28 

nVfcm 58.98 4.32 19.42 11.51 

mm\ 9 5 

2 - [ N — (4-i'DP7x —710 - N - / *)IT •/] —4 H — t° U K [ 4 , 
3 - e ] - 1 , 3 -f-T •>'>- 4 

1) 1- (4-^DD7i-;l/) -3- ( 3 - -7 7M"u-f -J — ZH^f-J -lJU) -1 

3 - 7JUj-a^ V—a^->m 1 • 6 5 8 k (11. 7 5mmo I ) „ %Lit1-* 

>10ml ir#?$i!£-ti\ ^^T^T^— '-7 A 9 8 4 mg©l 5 m I 7-tr h 
>MWT5^tITl/;o STRfc, lx.htM&<®}* 4 0 *CT 5 SNtflflnfiiK 
f^L/Co tfrffi?--5^«4S&*tt*L* 3 - 7;i/tn^ 7 vf *->7 

*- hCDT-t? h >»jft*Wfc« -©^fC, 4 -^no-N-yf-;i/7-'J > 1. 
55g©l OmlT-trh >jS*ft*«U$T 5 ^TffiTUfco Jxlfr^i^fST 1 

m^SE : C H C 1 3 + 2 96 y ^ J Ttt«! U 1 - (4-7DU 7x^1/) - 

3- (3-7^tP-f7-3f /^;|/) - l - / U7 1 . 4 5 2 g$- 

St^tlff (m/ z ) : 3 2 4 (M ' + 1 ) 

Mrv^Rtx^? (CDC 1 3 . TMSrtSIMSifc) 
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8:3. 72 C3H, s). 7 . 26 (2H, d, J = 8 . 8Hz). 

7. 39 (2H, d. J=8. 8Hz). 7. 64 ( 1 H, bs), 

8. 50-8. 55 ( 2 H, m). 8. 73 (1H, bs). 

2) 2 - [N - (4-^DP7i ■=.;!/) - N - / +)IT I J] - 4 H - h° 'J K [ 4 , 
3 - e ] - 1 . 3 -^7>">- 4 

7;Lo'>#l#im7\ 1- (4-^do7i-W -3 - C 3 -vfrituj *J— 

-OU) - 1 -y 1/7 1 . 2 3 0 k (3. 8 0 mm o ) .) . DM 
F 1 0 m I ©?M^JK7K?S-cy££[I Ltt^Tk^t^- h'J>7A167mg (60%, 
^-f^-y-X^O^a >) CD 1 m 1 THFiMmfco 1 0 #^8^ L/c^. 

i i o °c © ^ xim u t , 5 m mm & l 0 el mm&<®}& u mttTirm u . 
Wf^ntzmnLfRydZ, 3-9 ; -)v±<om%k&i,. 2 - cn- (4-7dd7x^ 

;U) 7] -4 H-tiU K [4. 3 - e ] - 1 , 3-f-Tv>- 

4-t>8 0 2mg^/;„ 
H1& : 2 5 5- 2 5 6t 

(DMS0-d 6 , TMSF^SPM^) ) 
6:3. 51 (3H, s), 7. 63 (2H. d. J = 8. 8Hz), 

7. 70 C2H, d, J=8. 8H), 

8. 02 C1H, d. J = 4. 8Hz), 

8. 6 6 ( 1 H. d. J=4. 8 H z ) . 8. 8 3 ( 1 H. s ) . 

m&m 9 6 

2 - [N — (4-7op "7 ji-^yU) — N — y fvl/T ;/] - 4 H - h° ') K [ 3 , 
4-eJ-l, 3-f7y>-4-t> 

4-7UDZ3f>Sl. 4 16k (8. 9 9mmo I) , Mft-/H 5 
m 1 , DMF 2iSOl^^2WMML/; c #*fJ&> £/S«£«EETiBI6 
U 4-^DDJi3f>i^DiJ K«#t 0 Z.<D{t&<6o&T± b > 1 0 m 1 tT 
HF 1 0ml ©ig£^&KM£-fcK f-Jj-->T >jKT>^^^ A 7 5 3mg©l 
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fttz 0 ZCDm-SWdtZ^ 4 - ? dp-N - / ^JVT — 'J > 1 . 55g®l 0mi7 

-tr h >7&&£m#T 5 'AXffiT Ltz 0 £ic^-£#£3?rST 1 7 \%mmW L/c&. 
i^lET#^-©SS^ T^U. ^5 0 0ml ©*7)<K|^«;)-#r£ti L/cfcy-^atflX. 

=7 -y 4 - (miamm : c h c 1 3 + 1 ~ 3 % j -ju) -ctt» -x? / -;u 

J:^mi r ^LT. 2 — [ N — (4-^dd7x-;K) -N-^W;/] -4 
H-fcTUK[3. 4-e]-l. 3-f7^>-4-t>7 1 7mg^#/; 0 
lfcj& : 2 3 8 -2 3 9^ 

* (-;KDMSO-d 6 , TMS ftMSB) 
5:3. 61 (3H, s), 7. 07 (1H, d. J=5. 2Hz). 
7. 31 (2H, d. J = 8. 8Hz), 

7. 5 4 (2 H. d, J = 8. 8H z) , 

8. 57 ( 1 H, d, J = 5. 2 Hz). 9. 26 ( 1 H, s). 

mmm 9 7 

2- [N-y^b-N- ( 1 -/ ?Jl>- 4 - bf^U : J— /U) TiS~\ -4H- 

t°'JK[3. 2-e]-l, 3 -f-Ty>- 4 -*y%kWHM. 

2 - ^pp-3f>|2. 4 3 7 g (15. 4 7mmo 1 ) , £Yfcf-*.=JH 

5ml, DMF 2MKDjS^*2B*iaiJDHftiSSf£Lfco ^ipm. SJ£jK**IET» 
*8U 2 - ? na^nf-yg?? n 'J K***fc. C©ft^M7-b h > 1 0m I i: 

»#<*-ti\ 1 . 30g©l 5ml7-trh>iSi;WT 

2-^DO-3fy^/H7ft->7^- 
CO/g^ctr. 1 -y 4 - (y i J ) tf^U ^> 1 . 98g©l 0m 

1 TH Fmm&Mft T5ft-Cffi rL/Co S^D^fiiiTl 7D$|S|«#Ufc&. 

: C H C 1 3 : J ? J -Jl> : 3 0 96 T T*= 20:1:0. 1-10 : 

1:0. 1 ) Tfflffi U 1 - ( 1 - / f-JU- 4 - 'J v^U) - 3 - ( 2 - * P 
o— -l-/fW'7U73. 9 8 g^#/; 0 
ft&ftfcffc^to*. DMF 3 0ml Kj&#<*-ti-l 4 0 ^©^fe±T*nj|fc L 5 H# 
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M7A^D7 h^77-f - (igtti^ : CHC 1 3 : > ? / -yb : 3 0?6T>* 
^T7K=2 0:1:0. 1-10:1:0. 1) T'»l* U 4 ffl£ig<b7jc3K-ift3* 
i^U^ttTiSgSS-feK iPrOHJ:W^,U 2- [N-Zf^-N- (1 
- / 4 - 'J : J—)V) 7i/] - 4H-t°'J K [3. 2-e]-l, 3 

-f-T>?>- 4 -JgHtf^. 4 4 8 g^#f;„ 
'M:ft#f/Hit (m/z) : 2 9 1 (M l + 1) 

h-/U (DMSO-d 0 . TMSt^gB^) 
<5: 1. 8-2. 0 (2H, m) , 2. 34-2. 37 ( 2 H. m), 

2. 74 (3H, d, J=4. 4Hz), 3. 12 (3H. s), 

3. 12-3. 25 (2H, m) , 3. 4-3. 53 (3H. m) , 

7. 60 (1H, dd. J=4. 8. 8. 0Hz), 

8. 51 C1H, d. J=8. 0Hz), 
8. 7 6 (1H, d, J =4. 8H z) . 

mmm 9 8 

2 - [N — (2 - h F'p + yxf;|/) -N-7x-^7 ;/] — 4 H — tf U K 

[3, 2-e]-l. 3 -^T^>- 4 

2-7on^3f>Sf2. 5 6 5 g (16. 2 8mmo I ) x i&ik^f- -Jr — )\/ 2 

Om 1 , DMF 2?iScD^^i^2Bf»MBfLL/c 0 &*P&, &C5^^«BET^ 

2-?DDJi3f >i.7p'J K^#/; 0 C^t^^-T-t? h > 1 5m 1 fr 

?&#r-£-lz\ ^^-->T>^T 1 . 3 6 3 g©l 5ml T-tr h 

^T5 5>IUJ-CriSTL/Co iKTIJU £j£S£tt*4 0 «CT 5 fl-HM*!* U 4- 
^on-^3^y-ryU^yf-^-->T4L- h©#«[*Wfc 0 N - (2- 

h KP + i'Xf;!/) T— U > 1. 3 6 3 g©l 5ml T H FffMfc£«#T 5 #T 

y-^J;f)SI* a 9 B LT. 2- [N- + -N-7x_;l/7 

;/] - 4H-h°'J K [3, 2-e]-l. 3 -f 7^>-4 -t>7 7 7mg 
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It* : 1 6 8 - 1 6 9t 

rtftfttirm ( C , 5 H , 3 N ., 0 , S t LT) 

C (96) H (%) N (96) S (96) 

iif 60. 18 4. 38 14. 04 10. 71 

£&fi& 59.87 4.26 13.92 10.53 
^SfetfiJ 9 9 

2 - ( 3 - t" >J r^UT > / ) - 4 H - t°U K [ 3 , 2 - e J - 1 , 3-f7y 

> - 4 - * > • i&m& 

1 ) 1 - (2 - ^on^3f/^;b) - 3 - ( 3 - t°M v;U) UT 
2-^an^n^>^3. 6 3 5 g (2 3. 0 7 mm o 1 ) s t&it^*— JU 2 

omi, dm f 3ffi(om&V8$:3mmmmffi{stco RmmzmETm 

?&#r£-tt\ f-^->T>^T>*— >!7A 1 . 931g£D20ml T-tr h- >&jft(::iH 
j*T5^TilTUfc. ?ST», R£EjK^*4 0 , CT5^JfJDi!afflt^L/Co Iff 

ttj-r st^«±i, 2 - ^np-nfy'fHvftm- hor-tr h > 

^SW: 0 C £>mm^, 3-7;7t°iJy>2. 1 7 1 jr©2 0m I 7t h> 
M^IJ$T5^TITL/;. SiSjE#-<to&MT 1 7 H*|BJJ§!9$ ft 1 0 

0 0ml ©*JC7to:WttWfflLfcte.&£ttJ|H, 7K?5feU. «ttTT6« S -tt\ 1 - (2 
DD^.=Jf-y sfjU) - 3 - (3 - h°U ^;b) 8 8 1 H&'fttz 0 

r MM5tfJrm (m/ z ) : 2 9 3 (M"+l) 
+2 ? h;KDMSO-d„ T M S ft&BM) 

6:7. 4 8 ( 1 H. dd, J=4. 8, 8. 0Hz), 

7. 58 (1H, dd, J=4. 8, 7. 6Hz), 

8. 11 (1H, ddd, J = l. 6. 1. 6, 8. 0Hz), 
8. 1 4 (1 H. d d, J = 1. 6. 7. 6Hz) , 

8. 48 (1H. dd, J = 1 . 6. 4. 8 H z) , 
8. 57 ( 1 H, dd, J = l. 6. 4. 8Hz), 
8. 75 (1H, d, J = 2. 0Hz). 

2 ) 2 - ( 3 - t°U 'yJVT - 4 H - b° 'J K [' 3 , 2 - e ] - 1 , 3 -=f-T 
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•J y - 4 - 5d- > • t&mi& 

1 - ( 2 - aa — a^-y -i jU) - 3 - (3 - b°'J ^:t*7 U7 1 . 10 

4 g (3. 77mmol) s DMFlOml 1 4 0 ^©^gTfrllS U 

1 mmWLtZo &JS«^tt£?fr^OTHFT*MKU Iff HI Lfc*£fi£aiUN I, 

T H F T'fffcffK «H£Tlfi*$-£, 2 - ( 3 - b° U i^UT - 4 H - b° M K [ 3, 

2 - e ] - 1 . 3 - > - 4 - * > • ig|&J£ 7 5 9 m g £f#/c 0 

: 2 5 7 - 2 5 8 °C 

m&mm*^? f;kdmso-ci 6 , tms ftmnm 

6:7. 58 (1H, dd, J = 4 . 8, 7. 6 H z ) . 

7. 9 6 ( 1 H, dd, J=5. 2. 8. 0 H z ) . 

8. 30-8. 50 ( 1 H, m), 

8. 53 ( 1 H, dd, J = 1 . 6. 8. 0Hz). 

8. 6 5 ( 1 H. d. J = 5. 2H z) . 

8. 76 (1H, dd, J = 1. 6, 8. 0Hz). 

8. 7 5 - 8. 9 0 ( 1 H. m) . 12. 0-13. 0 ( 1 H. m) 

mmm 1 o o 

2 - [ N - / N - ( 3 - b° U 7 i J ] - 4 H - b° U K [ 3 , 2 - 
e] -1, 3 -f-7i?>-4 -3f"> • iMMJg 

2-^DD^f>|2. 4 8 6 g CI 5. 78mmo 1) , Iftft-;H 

5mi, dmf 2m<Dm^m^2mmunmm^Ltz 0 -<%m'&. Rmmzmi.Tm 

8¥$-t2\ ^t|-->7>^7 A 1 . 32g©l 5ml T-tr h >^/&(;^T 

5 »!Bl-cmT Lfco ttTife. SiSfi^* 4 0tT-6 a-RBJniBlfiJ* Lx 2 - * o 
n-3f; •OlH' Vft->7^- h©»jft*#fco CO^JKfC. 3- (N-y^ 
;U7S/) b°V^>l. 7 0 6 g©l 0m I T-b h>jgiK*«l»T5 4)>T'jaTL 

ftlOOOml ©SkzkKBfltfWffiLfcfe^ftfcttSu *ifeU «cET««S-ti-/Co 

»&ttfcfi£0Mtp&, 4*B^<t**ftifej.f-yuj!S«[#ffiT\ i^y~^ c fc*)S 

LT> 2 - [N - > ^U- N - ( 3 - b° 'J 7 ~ / ] - 4 H - b°>J K [ 3 . 
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2-e]-l. 3-f7y>-4 > - jfc£^i£2. 9 5 6 g£*#fc 0 
®ft5>t/f1iE (m/'z) : 2 7 1 CM 1 ) 
OT&i&nt ? ( D M S 0 - d 6 , T M S 
6:3. 60 (3H, s ) . 

7. 61 (1H, dd. J =4. 8. 8. OH z) , 

7. 8 8 (1H. dd. J = 5. 2, 8. 4Hz), 

8. 3 5 ( 1 H. d. J = 8. 4 H z) . 

8. 5 3 ( 1 H. dd, J = 1 . 6. 8. 4Hz), 

8. 85 (1H, dd, J = 1 . 6, 4. OHz) 

8. 58 C1H, d, J = 4 . 8 Hz;. 8. 99 (1H, s) 

mum 1 0 1 

2 , 3 - it t Kd - 3 - / =f-)\,- 2 - ( 3 - t° U x;t/-f = ;) — 4 H — h° U K 
[3. 2-e]-l. 3 -f-T'Jy-A 

2 - ( 3 - t° ') : J)VT ;/) -4H-t°'J K [3, 2 - e ] - 1 . 3-^T^ 
>- 4 -7f" > • tg®?J^5 6 6mg ( 1 . 9 3 mm o 1 ) 1 2m IODMFC 
mffi$1t7km4tj- h U 01, 1 6 2 m g ( 6 0 VoJ-jJlMffi. 2. leq)©lm 
1 T H FMffi&&MWT1WX.tz 0 6 0 'C^nft^J-.TidnST 3 0 &n 

Ufc 0 3 0im g ©a ^fb/- ¥-;u£c ©R&flt^Kjtax. 4 h# p r gjg}'H u/c 0 

- (rgffi^ : CHC 1 3 + 1 ~29o/^y-7U) T*itf£!U 7 2 4 mg©^ 
^ B B B ^O-fb^^t#^ 0 :ti^x^ y -yuj: (9 «S» b hU 2 . 3 - 'J t Kn - 3 
- y 2 - ( 3 - t° 'J iSJU i J ) - 4 H - h° 'J K [ 3 . 2 - e ] - 1 , 3 

-f7y>- 4 -t|->3 7 2mg £4£/c„ 
13fe.& : 1 5 9. 5-160. 5 t 
7G*#0HI (C 13 H lo N 4 OSi UT) 

C (96) H (96) N (96) S (96) 
lit 57.76 3.7 3 20.73 11.86 
^SfcfE 57.53 3.63 20.58 11.85 

mmm i o 2 
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2 - [ N — ( 4 - Vfr* d -> - N - / "f-)VT I J ] — 4 H — fcf 'J K [ 3 . 

2-e]-l. 3-f7y>-4-t> 

>i2. 2 2 6 g (1 4. 3 6mmo 1 ) „ VsAt^— )V\ 

5mi, dm f 2ffi(D&&mz2mwmmmtiiLtz 0 ft-nm. )*foik&m[£T® 

*5nU 2-^nn-i3f >i>|^pij K^#to C ©fb^^T-tr I- > 1 0 m I IZ 
i£8?£-ti\ 5 L ^-->T>^T> J &— >7A 1 . 2 1 g© 1 5 m I T-tr h >^?&{CM^ 
T5 5>IST?lSTL^o tTF^ 5J£M^4 0 6 #R«£fi# U/c» f/rft 

C©rgj^{r N 4 - 7 JU* V - N - J JUT — U > 1 . 8 0 g© 1 0 m I T-fe h > 

0 0ml (DfoklzWf. ^IHLtzm^mMi^ TkftU MEET&^-tK ^9 
S—JU&QWS&Bkls* 2- [N- (4-7WD7i-W -N-y W;/] 
-4H-h°UK[3, 2-e]-l, 3 -^7^ >- 4 -t>2. 9 9g^|/; 0 
MM : 1 8 4 - 1 8 5 °C 

i'l^llx^ (DMSO-d,,, TMS f^I^OT) 

o:3. 64 (3H. s), 7. 21-7. 27 (2H, m), 
7. 3 3 - 7. 3 7 (2 H, m) , 

7. 3 8 ( 1 H. d d. J =4. 8, 8. OHz) . 

8. 58 (1H, dd. J=2. 0. 4. 8Hz). 
8. 67 (1H, dd, J = 2. 0. 8. OHz). 

mmm 1 o 3 

2 - (4 -^DD7x^K ;7) - 2, 3 -yt Kd-3 - (3-y h + -> 
-4H-t°U K [3, 2-e]-l. 3-f7-/>-4-t>Sy2 
- [N — (4-^dd^x— VU) -N- (3- / h + ->K>x;U) T$7] -4 
H-f'J K [3. 2-e]-l. 3 4 

2 — T— 'i / ) — 4 H — h° U K [ 3 , 2-e]-l, 3-^T-^ 

>-4-7f>2. 681g (9. 2 5mmo I) , *M'Jf -7i 1 6 2m g> 
3 h + -X>>?;U? pi; Kl. 5 0 g. DMF 4 0 m I £fflt^TS5i£#J 1 1 
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-x-mm amitimm ■. ? □ d *;i/A) wM&.mt 1 1x2 - (4-?dd7 

i^;U-r - 2, 3-yt Kn - 4 H - 3 - (3- / V^--y^> : J)l) if 1 ) 

K [3. 2-e]-l. 3 -f-T'J>- 4 -;*>2. 2 8 8 g (x^y-;l/J;0 

TO&) iSSittttSri LT2 - [ N - (4-^dd7 x-;l/) - N - ( 3 - 
y h + X>y;I/) 7;/] -4H-f'J K [3, 2 - e ] - 1 , 3-f-T-^> 

1 ) 2 - (4 -^dp7^K i J ) - 2, 3 - C^t Kp- 3 - ( 3 -/ h + 
i^OJW - 4H-fcTU K [3. 2-e]-l, 3-f7y>-4-^> 
S4.tt : 1 3 7- 1 3 8t 
7C**HfHMK (C 2 ,H 16 N,0,SC I <t LT) 

C (96) H (96; N (96) S (96) C 1 (96) 
SlUfi 61.54 3.93 10.25 7.82 8.65 
^Ifc-fiE 61.46 3.76 10.22 7.87 8.86 
2) 2 - [N- (4 aay a,—fU) -N- (3 - > h + vOi^U) 7;/] 
-4H-h°U K [3, 2-e]-l, 3-f7y>-4-t> 

: 129. 5-130. 5°C 
7tmftVim :C 21 H 16 N 3 0 2 SC1£LT 

C (96) H (96) N (96) S (96) C I (96) 
61.54 3.93 10.25 7.82 8.65 

mmm. 61.33 3.89 10.24 7.79 8.70 
•mm\ 1 0 4 

2- (4-^DD7x^K;/) -3 - (5 - ?oo- 2 --?-—;[/) -2, 
3-yhFo-4H-f'J F [3, 2-e]-l, 3 - *J > - 4 > & 
£>' 2- [N- (4-7DD7i-*) -N- (5-^on-2-f-;l/) 7; 
y]-4H-tf'JK[3. 2-e]-l. 3-f-ry>-4-7T> 

2 - (4-7DD T— »J / ) — 4 H — t? U K [ 3 , 2-e]-l. 
-4-*>2. 5 3 6 g (8. 7 5mmo I ) > zkf^t 'J ^ A 154mg, 5 

--r— a >J K 1 . 462g > DMF40ml ^-ffll^THJS^J 1 
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7x^M;7) - 3- (5-?DD-2-f-W -2, 3-yfch'P-4H 
-tf«JK[3. 2-e]-l. 3-f?y>-4-t>2. 6 4 3 g (.x^;- 
^l^ct *9 hti ) 1MJ:M<!:LT2- [N- (4-^dd7ix;1/) -N- 
(5-^DD-2-f-^; 7;y] -4H-t 4 'JK [3, 2 - e ] - 1 . 3- 
f7i?>- 4 -5j->2 6 3mg (gfci?JL^;U- y-f y^n t°;U^-^;l/ck 

1 ) 2 - (4 - ? on7i-M •/) - 3- (5-7PD-2 -^.=./U) - 2 , 
3 - yt Kn- 4 H- h°U K [ 3. 2 - e J - 1 , 3 - ^ > - 4 -it > 
Hi jS : 1 5 3 - 1 5 4 °C 



TtmftVrffi ( C , 8 H , , N 3 O S o C 1 2 t LT J 

C (96) H (96) N (96) S (96) C 1 (96) 

Wmm. 51.43 2.64 10.00 15.26 16.87 

51.24 2.71 10.01 15.08 16.89 
2) 2- [N- (4-7DD7i-W - N - (5-?DD-2 -t^U) 7$ 
/] -4H-t°i; K [3. 2-e]-l, 3 -f7/> - 4 — ^" > 
H>,ft : 187. 5-188. 5 
Tt-^WM (C 18 H n N,OS 2 C 1 2 1 LT) 

C (%) H (96) N (96) S (96) C 1 (9-6) 

Siffll 51.43 2.64 10.00 15.26 6.87 

m%fcm. 51.41 2.52 10.01 15.32 7.15 

mmm 1 o 5 

2- (4 - ? vn7 i J ) -2, 3-yhKo-3 - (2-7 t Dh°^ 

;U)'-4H-h°'J K [3, 2-e]-l, 3-f7y>-4-t>M2 - [N 

- (4-7DD7 jl—JU) - N - (2-7°a t°^yb) 7;/] - 4 H - fcf U K [ 3, 
2 - e ] - 1 . 3 -f-T y >- 4 -7f-> 

2 - (4 DPT— U J ) - 4 H- tf'J K [ 3. 2-e]-l. 3-f7i? 

- 4 -7t"> 1 . 6 1 5 g ( 5. 5 7 mm o 1 ) , DM F 3 0ml ft] 
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U MEL KjgHsL^o X-t>tltzmM£, •> 'J * y;l/7!; 7 A ^ □ v |> ^7 7 ^ - T 
**« ttgai&tg: y~oo*A<A) U fft«:WM£ LT 2 - (4-^007^ 

* 7 ) - 2, 3 - i? t Kd - 3 - {2~fu - 4 H — t° D K [ 3 , 

2-e]-l. 3-f7y>-4-t>2. 6 4 3 g (i^ / -,1^ 0 

^ittifiLT2- [ N — (4-^dd7x-;1/) -N- (2-/Dt'^ 
7; /] -4H-t°'J K [3. 2 -e]-l. 3 -f 7 y>-4 -t>2 6 
3mg (||x^-.>Vv7" Pl fyH-r;Wi)^ n ) £^ Co 
1 ) 2 - (4-7DD 7 x-yb-f $ 7 ) - 2 , 3-ytKP-3- ( 2 - To f 
- 4 H — h° U K t 3 . 2-e] -1. 3-f7y>-4-t> 
S*J& : > 1 4 3 

1fS:fr#rM (m/ z ) : 3 2 8 (M * + 1 ) 
M$l*H$X^i7 (CDC 1 „ TMSftffiTO) 
<5 : 2 . 2 2 C 1 H. t. J=2. 4 H 2 ) , 

5. 14 (2H. d, J =2. 4Hz), 

6.8 8 (2H, d, J — 7 . 8Hz) , 

7- 3 1 ( 1 H. d d, J = 4. 8, 8. 4 H z ) . 

7. 3 6 (2H. d, J = 7. 8Hz). 

8. 5 7 (1 H. d d, J = 2. 0. 8. 4 H z) . 
8. 60 (1H, dd, J =2. 0. 4. 8Hz) . 

2) 2- [N- (4-^pd7x^) -N- (2-7 p Dh°^U) 7«y] -4 
H-t°>JK[3, 2-e] -1. 3— 7-TS»-4-*-> 
: 16 4-165 
OTSytiJlx^ h;U (CDC 1 3. TMSMf) 
<5 : 2. 3 1 (1 H, t, J = 2. 4Hz), 
4. 93 (2H. d, 3=2. 4Hz), 
7. 40 (1H, dd, J=4. 4. 8. OH 2) . 
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7. 40 (1H, d, J = 8. 4 H z ) . 

7. 5 4 ( 1 H, d, J = 7. 4 H z ) , 

8. 5 9 (1 H, dd. J =2. 0, 4. 4Hz), 
8. 66 (1H, dd. J = 2. 0, 8. 0Hz). 
6. 88 (2H, d, J = 8. 4Hz), 

mw\ i o 6 

2 - [ 4 - ( 2 - / h + ->7x^;l/) - 1 - t?^-? — 4 H — h° U K [ 3, 

2 - e ] - 1 . 3 -^T v> 

2 □Q^.=r^>^ 1 . OgiMft^;H Oml^ifnU DMF2#i 

1 Om 1 lzmMLtz 0 
fAkZ^f-if^T >mr>^~^ A 5 3 1 mg^-T-tr h > 1 Oml iC^gfl? U Ctl 

^y>l. 2 2 gCDT-tr h >f$& (10ml) liST'-^lfco 

>-Bt^^^-;U 1:1) T»i§fif£. /-JUXtiWL. 2- [4- (2- 

> ^y7!-;W - 1 - b!X-5 i^—Jl] - 4 H- t"U K [ 3, 2 - e ] - 1 . 

3 -?-T~J>7 3 3mg^|fc= 
M * : 2 2 4 - 2 2 8 «C 
7G*#tJHi6 (C 18 H )8 N 4 0 2 Si LT) 

C (96) H (96) N (96) S (96) 

SiSHIfi 61.00 5.12 15.81 9.05 

61.04 4.98 15.50 8.94 

m&m 1 0 7 

1 - (4 4 H- tf'J K [ 3, 2-e]-l. 3 -*-TS*>- 2 - 
;L0 t°^^-^>- 4 -77;b*>$ if;l/xxf^ 
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mmm 1 o 6 tmmtejj&x-, 2-?vu—zn-ym\. or, Mft-^ 

10ml, f^->7 >&T ^ A 5 3 1 m k, V^nf >f|xf;l,9 9 

8m K £ffl^T&rc;£-fc!:fco x 'J ii f )\sfj ^> ^dvF ^77 -f — (f&Ifi&fcSE : 
y-pn*/UA-y ^y-/b 50:1) -Y V ^P h°7UJL-^;U- V 

fas<y-)U-CW&&L, 1 - (4-**v-4H-tr»J K [3. 2-e]-l. 

3 -f-7v?>- 2 t°-^7>'>- 4 -77^7K>|g xf;uxf^ 36 
5mg £*#/c„ 

M .£ : 1 3 9 - 1 4 0 "C 

imtrtftm. (C 15 H 17 N 3 0 3 SilT) 

C (96) H (96) N (96) S (96) 

Wmffi. 56.41 5.37 13.16 10.04 
WiU 56.42 5.24 13.08 10.06 
10 8 

2 - ( 4 - h Kp + -> tf^ijyy) - 4H-tfiJK [3, 2 - e ] - 1 , 3 - 
7^Tv>- 4 

3tiJS^j i o 6 tmmteTy&T*, 2 - ? p p — p-^ >®f 1 . Og, %Ht=f-*— ;b 
10ml, 7^>T>^T>*— 3 1 mj*. 4 - t Kd + > »J > 6 

4 2m g ^^TSis$-a-^ 0 ->'j^^7A^P7 h y ^ ? 4 - (mii'.mm. : 

y-pp*;UA-y ^/-;U-T>*— T7K 50:1:0. 1) T?>?j(£^. -Y V 
^p/V -;HlS B B B ft^t, 2 - ( 4 - t Kp + > fcf^U x/) - 4 H - K 
[3, 2-e]-l, 3-^T^>-4-7}-> 3 2 0mg«|fc o 
Bfe.6 : 2 0 6 - 2 0 7t 
TtMfrffim (C 12 H i3 N 3 0,SiLT) 

C (96) H (96) N (96) S (96) 

54.74 4.98 1 5.96 12.18 
MW. 54.55 4.83 15.9 2 12.09 
1 0 9 

2 - (3-tKD + ytXiJ^/) - 4H-t'U K [3, 2 - e ] - 1 , 3- 
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10ml, +jr->T>MT>'E— 3 1 mg, 3 - h KP+xtXU y>6 
4 2mg^ffi^Tj!xti>$i±/-: 0 •> 'J 77 fJl/tj 7A^D7 h^77^-(i,W : 
^PD^A-^ ^y-^-T>^-=-T7K 50:1:0. 1) T#Si£f£, -TV 
^nt°7Ui--r/U-^ vyn/NV-^TH^L, 2- ( 3 - b Kn+y 'J 
/ ) - 4 H - t° U K [3, 2-e]-l, 3-f7y>-4-t> 285m 

UA& : 2 0 8 - 2 1 It 

vc-£##f#: ( C , 2 H , 3 N ., O j S £ LT ) 

C (96) H (96) N (96) S (96) 

♦ 

IMmW. 54.74 4.98 15.96 12.18 

54.37 4.85 15.86 11.89 

mm i i o 

2 - ( 3 -7x^- 1 . 2, 5, 6 -7- h7 t Ka t°U 1 - 

4H-t°'JK[3. 2-e]-l, 3 4 > 

2-*no.=:=if->j!»4 5 5mg£J£<fty^U> 1 5m I Kjigft?£-fc!-, tKfks*" 
+f'i;M4 0mg*jJ:E/DMF2 iK*flD;t . Mi&T 2 NrNHII^ Lfco 
«ETK»MfU 7-feb>10m]|:^«¥l/:„ CtlCf ^•>7>6S?7>^-'7 
A 2 4 2 m g ^'ST 1 tirfBU/m Ltz 0 flrtU Lfc^*tt*j»* & 

$^-10 ti;^U :nt: 3 -7 ^— 7b- 1 . 2. 5, 6-fh7b Knb° 

'Jv>4 6 Omg©7-bh >fis$c (5ml) ^fflfT Ofc'. - 1 0 °CC 3 0 $>JS# 
L fc&M * T'#iS L. 14 l$|8JK& L /Co 

/-7UT#M B b hL. 2 - (3 -y^—Jl^- 1 . 2. 5. 6 t Knfc°'J 
> — 1 — -f ;U) — 4 H - t° U K [ 3 . 2-e]-l, 3 -*T ! J >- 4 -3f > 2 

ML& : 1 6 7 - 1 6 9 
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Ttmrwrm (c 18 H 15 N 3 osiiT) 

C (96) H (96) N (96) S (96) 

mm& 67.27 4.70 1 3.07 9.98 
liffi 67. 08 4. 58 1 2. 9 5 10. 05 

mm i ii 

2 - ( 4 -**V - 1 - fc°^ U -^^U) - 4 H - fcTU K [ 3. 2 - e ] - 1 , 

3 -f?y>- 4 

2 - (4-h Kn + ykXiJ^y) - 4H-t°'J K [3, 2-e]-l. 3- 
f-T >' > - 4 - * > («#'] 1 0 8 Mt&W) 1 2 0 m g , 8HSM,fc* U+o. 5 
->-7' (3A) 2 5 0mg, i£Yfc;<^U>7. 2mt£*gftiU t° 'J A 
^oo^d^-K (PCC) 196mg ^iJP^T^iST 1 . 5 KffflMW Vtz 0 S 

< 1 0 g © •> U * ?jvm&M bxaSi® L. $ ^>(r y- n d A - 

/ $ j -)\,-yy*:-T* (50:i:o. i ) omftmrnxmiv, Ltz 0 n^n 

m : 9aoMJ»-/ ^y-;U-T>*^-T7j< 50:1:0. 1 ) T'^ML, 
f&T-fe h — h 'J ^Tjftfr LT. 2 - ( 4 - 7f4- V - 1 - h"^ 'J -^^>U) - 4 H - 
fcfU K [3, 2-e]-l, 3-f7y>-4-t> 7 2mg^#/:„ 
gjl * : 2 2 2 -2 2 5t 

7C*5MJMH (C 12 H M N 3 0 2 S«t LT) 

C (96) H (96) N (96) S (96) 

55.16 4.24 16.08 12.27 

:gHS 55.08 4.26 16.35 11.93 

mm 1 1 2 

2- [N- (4-y^P'S+y7l/7x^) -N->W;y] — 4 H — t° 
U K [3, 2-e]-l. 3 -^T-> - >- 4 

2 -^pp^3f>i^o U K2 7 9mg. DMFli, f-jf ->T >$?T 
— -)A121mg, 4 -•>^o^+>';U-N-/^-;UT— U >3 0 Omg, T-tr 

h > 5 m i £fflivr\ mmi i o 2 tmmteis&-zBii&zit, j -ju^om 



L> 2- [N- (4-->i'P^+yA7i-;l/) -N-y -4 
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H-fc°UK[3. 2-e]-l. 3-f 7v?>-4 -t>2 7 Omg^ft, 
V&& : 1 9 2 - 1 9 5 °C 
Tzmfrffim (C 20 H 2l N :) OSiLT) 

C (?/ 0 ) H (%) N (%) S (9-6) 
WlmiW. 68.35 6.02 11.96 9.12 

mmm 68.43 6.08 11.89 9.21 
mmm 113 

2 - [N — ( 4 - t: y ^ t) JU) -N-^^UT - 4 H — t° D K [3, 

2- e]-l. 3-f7i?>-4-t> 

2 - ? va — aj-ym? n 'J K2 8 8mg, D M F li, ^->7*>&T>* 
— Oi,125mg, 4 - (y ^;UT i /) t:'^ ^^.^3 0 0m K> 7-tr h > 5m 

cfc^Sfc^U 2- [N- ( 4 - t"7 x - 'J ;b) -N-^^^Tiy] -4H- 
t°UK[3, 2-e]-l. 3-f7^>-4-t>2 8 0mg^|/; o 
: 256-258'C 

7t;f£##rfil (C 20 H 15 N 3 OSchLT) 

C (96) H (96) N (96) S (96) 

mifoOB. 69.54 4.38 12.16 9.28 

l^ilffi 69.61 4.44 12.18 9.27 

m&m 1 1 4 

[4 - [N-^/U-N- (4 -**V- 4 H- t°U K [3, 2 - e] - 1 , 

3 - ^-T> i >- 2 --Tyl/) TiS~\ 7x-;P] T -tr h — h 'J /b 

2 -^DU^n^>^^niJ K3 6 2mg. ^ ->T >&T ^E—^f A 1 5 6 
mg. [4- (/f-yl/Tiy) 7i-;l/] 7-feh-MJ;b3 0 0mg > TH? h > 
7 m 1 £fflt^T> ^&fe#Jl 0 2 t^i^MTSfr^if, x^-^-^p^ 
Off&fiflU [4 - IN-/ (4 -**V- 4 H — t° 'J K [3. 

2 - e ] - 1, 3 -^T-^>- 2 7;/] 7 7-tr h-^ h U ^ 3 

4 7m g e/c, 
Hi jS : 1 9 0 - 1 9 2 t 
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ytmmrm (c ls H 12 N 4 osiLt) 

C (96) H (96) N (96) S (96) 

mmm 62.32 3.92 is. 17 10.40 

^SfcM 62.40 3.83 18.15 10.38 

mmm 1 1 5 

[4 - [N- J ^JU-N- (4 -7t*v- 4 H — fc° V K [ 3 , 2 - e ] - 1 . 
3 -f-T5*>- 2->OlO 7;;] :7i-^U] g^ffif -x^yLoix-ryU 

2-^DDxnf>i^piJ Kl. 2 5 6 g. -f-ytisT >®?T >^>7 A 5 4 
3mg. [ 4 - (/• ^;bT $ 7) 7x^] ?frE£ i^bjcx^H . 3 7 9 g. 
TH? h > 2 4 m 1 £ffl<^T> 1 0 2 tH««M-CiaS**, jc*/— ;U 

cfc^PJMrSU [ 4 - [N-y^P-N - (4 4 H- b°'J K [ 3. 2 
-e]-l, 3-f7y>-2-^^) 7;7] 7i-yl/] fti jr^kxx-f- 
Jll . 2 6g £#fc 0 
HJL& : 1 56- 1 5 9TC 
7gJR#W1B (C 18 H I7 N 3 0 3 StLt) 

C (96) H (96) N (96) S (%) 
WM®. 60. 83 4. 82 11. 82 9. 02 
UWiiiti 60.86 4.77 11.80 9.05 

mm 1 1 6 

[ 4 - [N-J ^U-N- (4 *V- 4 H- f ') K [ 3. 2 - e ] - 1 , 
3-f7v>-2-^W 7>y] 7iZ;l/] gfc®? 

[ 4 - [ N - jt N — ( 4 — V — 4 H — fc° U K [ 3 , 2 - e ] - 1 , 

3 -f7i?>- 2 -'fylO 7;;] 7i^] ftlft jl^Ujixt^I/ 2 5 Om g 
<tJL^y-;H. 5 5m 1 ykftTO. 5^7K®fYb^ h U AtK 1 . 
5 5m] ffiT4IW)fL/: 0 RJSS'&tt** 5 m I TtRLfcft, 
0. 5S^»TpH 1 ICMSEU ^tf,-r^^p H H ^itllXL^ 0 yj<. ^^f-^ji- 
^yUTM^iSfe^LTMEET^^-B-, [4- [N-/^7U-N- <4-s*-*V- 

4 H- tf'J K [3, 2-e]-l. 3 - f 7^>- 2 - -f^) 7=7] 7x^;H 
il2 2 7mgm. 
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(5:3. 6 4 (3H. s) . 3. 77 (2H, s) . 

7. 3 3 (2H. d, J = 7. 6Hz). 

7. 3 8 ( 1 H. d d, J = 8. 0. 4. 8Hz), 

7. 49 (2H. d, J=7. 6Hz), 

8. 5 4 - 8. 6 0 ( 1 H. m) . 

8. 6 7 ( 1 H. d, J = 8. 0 H z ) 
W&fttfri&. (M/Z) : 3 2 8 (M T +1) 

mmm 117 

4- [N-^f-yU-N- (4-*+V-4H-tfU K [3. 2-e]-l. 3 
-^T^>- 2 --OI/) 7;;] &Mflfe 

4 - [N- /• ^;b-N- ( 4 4 H- tf'J K [ 3, 2-e]-l. 3 
-f7^>- 2 -^U) 7W] i-?- yUiX-r;U7 Omg, 3-9 J - 

71/0. 9 ml. 0. 2 5 Siifc/kflMfc*- h 'J OA*|cO. 9 m I >T, ^feM 1 

1 6 tmmteJj&T'fcfc£-&, 4- [N-y^U-N- (4 -tJ-4-V- 4 H- t° 
UK [3, 2-e]-l, 3 - f 7^> - 2 -fW 7 ; 7] -61m 

iil^lX^^ YjV (CDC 1 3 , TMSrtSSIR*) 

5:3. 67 (3H. s), 7. 39-7. 47 C 3 H, m), 

8. 22 (2H, d, J=8. 4Hz), 

8. 57-8. 68 (2 H. m) 
SMfca-flfffi (M/Z) : 3 1 4 (M + + 1 ) 

mmm 1 1 8 

2- [N- (-f - 5 - -i JU) -N-y W;/] - 4H-t°'j K [3, 

2-e]-l, 3-^T^>-4-*> 

2 - ? a D^.3f □ "J K3 5 9mg^-7-t h>2m I tl*g8$£-t±, f-* 

->T>jg?T>^^^A 1 5 6mgi7t h>2m I ©jS^^C/gST U 4 OtT 

>y>3 0 OmgiT-t? F>3ml ©J&£«ft£7KTU SST 1 5 l$R^ &1>T 
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mmm&tT s frwmw Liz. #*psl **ju*t ? Po*;uATfmaju mono. 
mtLtzo &t>titt&z&i/vi]'f)\sii^i*9u-? br^-74- (mmmm ; ? 

- (-T >^>- 5 --f ;U) i J ] -4 H- t°'J K [3, 2 - e] 

-1. 3-f7y>-4-t>3 6 1mg^#fc 0 
: 1 5 7 - 1 6 0 «C 
OTSl^lX^? bJU (CDC 1 3 . TMSrtWO 

6:2. 17 (2H. quintet. J = 7 . 6 H z ) , 

2 . 9 4 - 3. 0 2 (4 H, m) . 3 . 64 ( 3 H. s ) . 
7. 05-7. 10 (1H, m), 7. 16 (1H. s). 

7. 33-7. 38 (2H, m). 

8. 56 (1H, dd, J=4. 8. 2. OHz). 
8. 67 (1H. dd, J = 8. 0. 2. OHz). 

mm i 1 9 

2- [N-y^U-N- (2-t7f;W 7;/] - 4 H - tf 'J K [3, 2- 

e]-l, 3 -^T^>- 4 

2 - ? dd-^3^->^^cjiJ K3 3 6mg. f-^r >T >B£T -7 A 1 4 5 

mg. 2 - (yf;l/7; /) 7"7^L/>3 0 Omg^ T-fe h > 7 m I ^ffl^T, 

mmm 1 o 2 trnw^^-c^^. 3-9 ; * oo*^J; 0 TOn B n u 

2- [N-y^;l/-N- (2- + 7fW 7;/] - 4 H — t° 'J K [3, 2 - e] 
-1. 3 -f-T-^>- 4 -7f-> 3 2 1 m g^r^fCo 
: 2 3 0 - 2 3 2 «C 
7C*#Wffi (C 18 H 13 N 3 OSiLT) 

C (96) H (96) N (%) S (96) 

mmm 67.69 4.10 13. 1 6 10.04 

fllSfcll 67.73 4.02 13.19 9.99 

mm\ 1 2 o 

2 - [N-^;U-N- (3 - f-i— ;U) 7;/] - 4H-k'UK[3, 2 - 
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e]-l. 3-f7^>-4-t> 

2 - * aa — uj-yffi? p U K5 6 0mg, f"^ - >7>i!ll7 y^z—^jL. 2 4 2 
m 3 - (V f-;UT i J ) f^"7i>3 6 0m gl T-fc h > l 0ml £fflt^T. 
3tli#tJ 1 02i l^i^M-TSie^^, x^y-ib-^DD *;UA,J; <9 H^B B n U 
2 _ [N-y ^;b-N- ( 3 -^ju—jis) T i / ] - 4 H - try K [ 3, 2 - e ] 
-1. 3-f7y>-4-t>2 3 0mg^!}/; o 
: 2 3 1 - 2 3 2 <C 
Tt^HfrM (C 12 H 9 N 3 OS.iU) 

C (%) H (%) N (%) - S (%) 

mmm 52.34 3.2915.26 23.29 

fS8HS 52.57 3.24 15.53 23.37 

mmm 1 2 1 

2- [N — «>v"[b] ft7i>-5-^;l/> - N-yf;l/7;y] -4 
H-t°UK[3, 2-e]-l. 3-f7v>-4-t> 

2 - ? po^pf-^fg^ □ U Kl. 669k, f ty7>SE7> J t-7A7 2 
2mg, 5 - (y ^;UT ;7) [ b ] f^^x > 1 . 5 5 T4r >3 

5 m I £/IK^ 3ttfij^J 1 0 2 <t l^^7Ja-TS/£$-t±, / -yU-Pfrggi?- 
^ck 0 iMi'u" 2- [N- «>v [ b ] f-*-7^ >- 5 -Y/b) -N->f 
^7;y] -4H-t'U K [3, 2 - e J - 1 , 3 -f 7y >-4 -t>5 4 6 

: 2 1 4-2 1 6"C 
7G3?t##rM (C l6 H,,N 3 OS 2 <t LT ) 

C (%; H (%) N (9-6) S (%) 
59.06 3.41 12.91 19.71 
n$fcm 59.03 3.23 12.79 19.48 

m&m 12 2 

2- [N-^f;l/-N- (+yj>-6--fA) 7; /] -4H-t°"J K [3, 
2 - e ] - 1 , 3-f-T-^>-4-^-> - J£|$t& 
2 - >7 vu — zi^ym? n U F3 3 4 mg, } sT >WT >*:—^ U 1 4 5 

r 
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mg, 6 - (/1-JUT I J) */'J>3 00mg, T-tr h>7m I ^ffli>t> * 
JfctfiJ l 0 2 iWte^&TSft^-tK i^y-;bTi$fe^U. 2- [N-y^yU- 
N — ( + /'J>-6-Y^) 7 $ 7 ] - 4 H — h° V K t 3 , 2 - e J - l , 3 - 
f-T f J y - 4 - it > • 3 2 4 m g £#/c„ 

M.& : 2 l 7 - 2 2 l X. 

ftiftgUfett ^h;KCDCl 3 , TMS 

.5:3. 66 (3H, s). 7. 5 4- 7. 61 ( 1 H. m). 

7. 78-7. 85 ( 1 H, m) . 8. 00-8. 06 C1H, m) . 

8. 3 0-8. 41 ( 2 H, m) . 8. 5 0 - 8. 5 5 ( 1 H. m) . 
8. 6 5 - 8. 7 2 ( 2 H , m ) , 9. 13-9. 19 (1H, m) 

mmm 1 2 3 

2 , 3-ytFo-2 - r C 4 - ? n d 7i^;I/) i y ] - 3 - ( 2 - t K 
□ + yxf;|/) -4H-t°'J K [3, 2 - e ] - 1 . 3-f7y>-4-t>S 
C/2- [ N — (4-?nP7i-;W -N- ( 2 - t KP + yxf;l/) 7-y] 
-4H- t°'J K [3. 2-e]-l. 3 -f-T>">- 4 > 

T )l>zi y%.m% K/K^ffc 'J f" ^ A 6 Omg (7. 6 mm o 1 ) , DMFlOm 
1 <E>S-£-<$»£- 1 00ml ©77X3|;Anto :©77X3|;2 - 
7-Uy) -4H-t°'J K [3. 2-e]-l. 3-f 7v>-4 -,t> 1 6 0 
Omg (5. 5 mm o I ) iDMF 1 0 m I (Dmflk&Atltzm Ki--l^iiL, 
2 - (4-^PD T— ij y ) - 4 H - h° U K [ 3 , 2 - e j - 1 . 3 - f- 

mtZ 2 - "Ta^x.^ y -)V 1 034mg<hDMF4ml OU'k^^MA. 2 2 »5Fn] 

nzit. imm^mikVk. «£Era«ufc. ^nfcgs<*£, yu^wvA 

<h UT 2. 3-v?kKD-2- [ (4-y-au7i x.;U; -f > y ] 
-3 - (2-hKD+->xf;b) - 4H-fiJK[3, 2 - e ] - 1 , 3-^T 
v>-4-pf >1. 4 8 g£. ilMftUT2- [N- (4 - >'DD7x — 
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JU) — N - ( 2 - t Kd*->jt.-7-;U) 7 = / ] - 4 H - fcf U K [ 3. 2 - e ] - 
1. 3-f7^>-4-*>2 2 0m(!^}|/: o 

1 ) 2, 3 - vfc Kd- 2 - [ (4 -?ou7i-;W J i S ] - 3 - (2 - 
tKD + yxf;l/) -4H-h°U K [3. 2 - e ] - 1 . 3-f7y >-4-t 



1 4 8° C 



ftttglft-Qt X't n;KDMS0-d„ TMS rtSB&i£) 
o:3. 70 (2H. dt. J = 6. 0. 7. 6 H z ) . 
4. 38 ( 2 H. t , J=7. 6Hz). 
4. 87 (1H. t , J = 6. 0Hz), 

6. 95 (2H, d, .1=8. 8 H z ) , 

7. 47 ( 2 H . d, J = 8. 8 Hz), 

7. 5 0 ( 1 H, d d. J = 4. 8. 8. OH z ) , 

8. 49 (1H. dd, J = 1. 6. 8. 0Hz). 
8. 69 OH, dd. J = 1 . 6, 4. 8Hz). 

2) 2 - [N- (4- ?OD7i-;l/) - N - ( 2 - t Kp + yxf;l,) T i 
/] -4 H- tTU K [3. 2-e]-l. 3 —+T : JV— 4 — 
il! * : 1 7 7 - 1 7 8° C 

X'** h;l/ (DMSO-d B , TMS rtftPtR$) 
<5 : 3. 66C2H, dt, J=5. 6. 6. 0Hz). 
4. 07 (2H. t. J =6. 0Hz), 
4 . 9 2 (. 1 H. t . J = 5 . 6 H z ) . 
7. 56 OH, dd, J =4. 8. 8. 0Hz). 
7. 6 2 (2H. d. J =8. 8Hz) , 

7. 6 8 (2H. d. J =8. 8Hz) , 

8. 50 OH. dd. J = 0. 9. 8. 0Hz). 
8. 69 OH. dd. J = 0. 9, 4. 8Hz). 

MM 1 2 4 

2. 3-v?th'D-2- [ 7x-;l/) Y;/] - 3- (2- / h 
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4- ■> — 4 H — t? U K [ 3 . 2-ej-l. 3 - f 7y>- 4 - t>M 

2- [N- (4-^DD7x^l/) — N — (2-y l^ + ^^f-yU) Ti/] -4 
H-h°UK[3. 2-e]-l. 3 -f 7y>-4 — ^" > 

7 )\s^y'g.W%yiY.^At x )^- xX J 1*2 6 mg (3. 3mmol), DM F 5 m I 
(DM&VaZl 0 0ml ©^^XnjrAtl/Co C©77X3|:2 - 
— 'J 7 ) — 4 H — h° U K [ 3 , 2-e]-l, 3-f 7^>- 4 -t>8 0 0m 
g (2. 8mmo 1 ) iDMF 10ml O^^Atl/ciaTii4^^U, Jftf 
T2 - (4-^dd T— U 7) — 4 H - h° U I-" [ 3 . 2 - e ] - 1 . 3-f7y 
>- 4 -7h>^^4 5>ng^(j-TrjSTU. ^i:5 0^F»U:„ coffi^ 
<C 2 -7'Dtxf;M f-;baL--f ;l/5 7 GmgtDMF 2m I (D&g-ty&tinA. 2 

^TW^-ti-. ^^y^^m, v&ELfWkmLtz 0 w^titzmzt. isvuvji 

1/2) U i&m±W&£ LT 2 - [ (4-7Pn 7x-W ;/] - 2 . 3 
-vtKo-3 - (2- / N + ->i^^) - 4 H- tT'J K [ 3. 2 - e ] - 1 , 
3 - f7y>-4 -;f>2 6 1 mg^, ,littMiLT2- [ N — (4 -?o 
D7x-;l/) -N- (2 -/ Y* : s3Zl-)l) 7;;] - 4H-t°') K [3, 2 - 
e ] - 1 , 3-f7^>-4-t>79mg £*!}/c 0 

1 ) 2 - [ (4 DP^.x.=-;l/) -f $ / ] - 2, 3-ytKo-3 - (2 - y 
h + ->if;W -4H-l?'i K [3, 2-e]-l, 3 -f-T>*>- 4 
MA : 1 0 8 - 1 0 9° C 

^Bfcm^lgX^? h/U (DMSO-d 6 , TMSpSlSUM) 
6:3. 30 (3 H, s). 

3. 67 (2H. t, J-6. 0Hz), 

4. 48 (2H. t, J=6. 0Hz), 

6. 96 (2H, d, J = 8. 4 H z ) , 

7. 47 (2H. d. J=8. 4Hz), 

7. 51 (1H. dd. J=4. 8, 8. 0Hz), 
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8. 50 (1H, dd, J = 1 . 6, 8. 0Hz). 
8. 70 (1H, 'dd, J = 1 . 6. 4 . 8Hz) . 
2) 2- [ N — (4-?DD7i-W — N — (2-> h^>jL^;u; T $ / ] 
-4H-t°»JK[3. 2-e]-l, 3-f7y>-4-t> 
MM: 1 2 4 - 1 2 6° C 

*h;U(DMSO-d B . TMS ftSligPfc) 
5:3. 2 2 (3H, s) . 

3. 5 7 (2H, t. J=5. 6 H z ) . 

4. 19 (2H, t. J =5. 6Hz) , 

7. 56 (1H. dd, J = 4. 8, 7. 6Hz), 
7. 58 (2H, d. J = 8. 8Hz), 

7. 69 (2H. d. J=8. 8Hz), 

8. 5 1 ( 1 H. dd, J = 2. 0. 7. 6Hz), 
8. 69 (1H. dd. J =2. 0. 4. 8Hz). 

mmm 1 2 5 

8fc& 2- [2- (4-^do7x-;1/) *y-4-t+7-2, 3-^t 
Kp- 4 H- fcf'J K [ 3, 2-e]-l, 3 -f7v?>- 3 jl-tVI/jl;?. 
-r-vU&i^ftllff 2- [ N — (4-?po7i^) — N — (4-t^7-4H- 
t°'JK[3, 2-e]-l. 3 -f7v>- 2 --T;b) T = / ] -X-^l/JiX-r ;b • 
0. 5 

T;Uzf >#ai^T7KS-'fb l J-^^A3 4mg C4. 3mmo 1 ) x DMF 5m 1 
©ZKfr^J^ 1 0 0 m I 07 7X3(:An/; 0 - (4-^aoT 

-'Jy) - 4H-h , 'JK[3, 2-e]-l, 3-f7y>-4-t>8 0 4m 
g (2. 8mmol) iDMFlOml Atltzm KM-4*««EU 

T2 - (4-^nD7^'J7) - 4H-t°iJK [3, 2-e]-l, 3-f7y 
> - 4 -^>^^ 5 ^K^^TttT U $ <hlZ 5 0 7 >iajgg^ L/Co C <DU<&ty) 
IZ 2 -y'a^E^jUT-tf— h 7 0 4mgiDMFlml (Dffi&Wl&mA. 2 2 B£ 
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&£kM 3 &i&&&. m&rmmLtz 0 wzntzmz*. >>)jj?jijj^ 

1 ) U iTitl 2 - [ 2 - (4 -?OD7i-yl,) > y - 4 

-**7-2, 3-yt K D — 4 H — t° U K [ 3 , 2-e]-l. 3-f-T-^> 

xf;l/xxf;b7 0 8mg^, HittftfiLTii 2- [ N — 

(4 DU7i— -N- (4 -7f-^y - 4 H-tfU K [3. 2 - e] - 1 , 
3 -f-T'Jy- 2 -4 )V) T i / ~\ jl^-jUlXtJIsB 6mgB?fc. Eftffi? 2 - 

[ N — (4-^DP7i -=.;U) - N - C 4 - V - 4 H - tf U K [ 3 , 2 - e ] 

- 1 , 3 ~^-T'J>- 2-jJ[/) 7;7] .x^bjLXT^b 8 9mgtx^/-;|/ 
5 m I CD?E^(C 7 1 4 m g ^JflifgT 1 Of mMft Ltz a d <D 

m&®&mE.Tm%iL. y -^^^n^ B « H -f *c tv 1 o 4 m g ©^i 2 

- [N- (4-^P7x^;l/) -N- (4 -7f-+V- 4 H- t°'J I* [3. 2- 
e]-l. 3 -^T-^>- 2 --f;U) T ~ y ] x.^- )V^-7,^- )l ■ 0 . 5 7-?;l<m 

1 ) mWi 2 - [2- (4-^DD7x-^) -f ;y-4-^-+7-2, 3 - J? 
h Kd- 4 H- fcf'J K [3. 2 - e ] - 1 . 3 -f-T>*>- 3 --f VU] -x^-Acr. 

: 15 1-15 2° C 
OTm-^RiX^ (DMSO-d e , TMSrtSBSiHK) 
6:1. 97 (3 H, s) . 

4. 39 (2H, t. J = 5. 6Hz) , 

4. 55 (2H. t, J = 5. 6Hz). 

6. 96 (2H, d, J = 8. 8Hz), 

7. 4 8 (2H, d, J = 8. 8Hz) , 

7. 5 1 ( 1 H, d d. J =4. 8, 8. OHz) , 

8. 51 (1H, dd. J = 1 . 6. 8. OHz), 
8. 70 ( 1 H . dd, J = 1 . 6, 4. 8Hz). 

2 ) mm 2 - [N — (4-?PD7i — ;U) - N - ( 4 - V — 4 H — tf 'J 
K[3, 2-e]-l, 3-f7i?>-2-^yl') 7;7] xf^xxf;l" 0. 
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5 "7 -?J\AW& 
MA: 1 0 8 - 1 0 9° C 

SiG&lft-'&X'*? h;b (DMS 0 - d 6 . TM S l*jSlJ#S*f!0 
6:1. 94 ( 3 H , s ) . 
4. 2 8 (4 H, m) , 

6. 6 3 ( 1 H. s ) . 

7. 57 (1H, dd. J=4. 8, 8. 0Hz), 
7. 6 3 (2H, d, J = 8. 8Hz), 

7. 71 (2H, d, J = 8. 8 Hz), 

8. 52 C1H, dd. J = 1. 6, 8. OHz), 
8. 70C1H, dd. J = 1 . 6, 4. 8Hz). 
13. 11 (1H, b s ) 

mmm 1 2 6 

2 - [ (4 -^PD7x-;l/) -f ;/] - 2, 3-yth'0-3- (2-*+ 
V "7°D tVU) — 4 H — h° U K [ 3 , 2-e]-l, 3 -f 7>> - 4 - t>Si>' 
2- [N- (4 -^pp7x-W -N- (2 -^-^V7"D tVU) 7; J ] -4 
H-h°'JK[3, 2-e]-l, 3 -f7v >- 4 

TJ^^>W i MMT7i<.WJt ) )^^l,2 6mg (3. 3mmo 1 ) > DM F 5m ] 
(DWL&ifoS: 10 0ml ®77X3(:Atlfc 0 :©77Xn|:2 - (4-^naT 
— 'J -4H-t?'J K [3. 2-e]-l, 3-f7y>-4-t>8 0 Om 
g (2. 8mmo 1 ) £ DM F 1 0 m I An«T^4£&-£t U MW 

T 2 - ( A - ? a p T— U / ) - 4 H - h° 'j K [ 3 , 2 - e ] - 1 , 3 - i~T : J 

>-4 -*>mffiL*3$-mfr\iTmr\^ $>hiz3 0'j>mmwLtz o z®m&Vd 

C^DDT-tr h>3 3 2mgiDMF 2m 1 <D : &&Vd%lJ[\x. 8 HffelM^ Ltz a fc 

-f : fft^^u/y ;i^r;i^s*-i?->= l / 1 ) u Mt£429 

f£i:UT2- [ (4-^DD7i-W $ 7 ] -2. 3-yh Kd-3- (2 
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-t+V7°D - 4 H - t° U K t 3 , 2-e]-l, 3-f 7'//-4-t 

> 4 8 7 m k £ LT 2 - [N - ( 4 - ? n o 7 i^U) - N - ( 2 

-^-+vynt°^) 7;;] -4H-f'J K [3. 2-e] -1, 3-f-T-^> 

- 4 - ^-> 2 6 7mg^to 

1 ) 2 - [ (4 -^aD-7 x ^;b) ^ $ / ] - 2, 3 -i?t Ko- 3 - ( 2 -it 
+ V/o h°;U) - 4 H- t°'J K [ 3. 2-e]-l. 3-f-T> ; >-4-^-> 

ML& : 16 0-161° C 

^52m«x^ ^ h;U(DMSO-d r> . TMS nUW£) 
8:2. 25C3H. s ) . 

5. 14 (2 H, s ) . 

6. 88 (2H, d, J = 8. 4 H z ) , 

7. 4 6 ( 2 H. d, J = 8. 4Hz), 

7. 54 (1H, d d. J=4. 8, 8. OHz), 

8. 50 (1H. dd, J = l. 6. 8. 0Hz). 
8. 74 (1H, dd. J = 1 . 6. 4. 8Hz). 

2 ) 2 - [N - (4 - ^DB7x^) -N - ( 2 -Jr*'J-7u t°;U) T I J ~\ 

- 4 H — t° U K [ 3. 2 - e ] - 1 , 3 -f-Ti^>- 4 
M jSl : 19 7° C 

mmzL&mx^? (DMso-d H . t m s ^swawjn) 

(5:2. 2 0 (3 H, s ) . 

4. 9 1 (2H, s) . 

7. 57 (2H, d. J=8. 8Hz), 

7. 59 ( 1 H. dd. J=4. 4, 8. OHz), 

7. 68 (2H, d. J =8. 8 Hz) , 

8. 50 (1H. dd, J = 2. 0. 8. OHz). 
8. 7 1 ( 1 H. d d. J = 2. 0. 4. 4 H z ) . 

HJfi^J 1 2 7 

2- [2- [ (4-?OD7x-W -f S/j -2. 3-^t H'D-4-t + 
V- 4 H- K [3. 2-e]-l. 3 - > - 3 - -f ;U] gfcf& 

116 





THIS PAGI BLANK cuspto) 



THIS PAG1 BLANK (uspto) 



THIS PAGi BUNK <uspto) 



WO 97/17970 



PCT/JP96/03339 



xXr;W2- [N- (4 -^DD7x- )V) -N- (4 -Hr^r 'J - 4 H - t° 
UK [3, 2-e]-l, 3-f7y>-2--T;l/) 7;/] g^i if^xx 

T/b=J'>#K|5I,T7K^<b'J^-^A3 2mg (4. OmmoU, DMF 7 m 1 
OS^Ml 0 0ml©7 7Xn(;Atl/:o C(D75Xn{r2- (4-^aoT 
-U7) - 4H-t°'J K [3, 2-e]-l, 3 -f-T if>- 4 1 . 0g 
(3. 5mmoI)£DMF12ml ©&fc£Aftfc»T»4*fl8aiU *B#T 
2- (4-^op7-'J/) -4H-h 0 »J K [3. 2 - e ] - 1 , 3-f-T£*> 

- 4 -t>M*5»HWTITL, 3 *>IZ 2 0#W»#Lrt:o Z<Di8.£%giz 
y' a ^Wf-B^ i\s 6 05mK£DMF4ml 1 1 BfPH 1 ?^ L/c 0 
Stem. C©M-&%^£ET«S^U#t.ti/c^3(r7K, ftflfcx^-rt/^flnAfillttJ L 

SETSISL/Co ?#t>tl^$^-, y'J*W7A^U7h^ 
77^ -"CffiSi (jgaj&IK : ftfifeJ-^-^/ yUv^+-^>= l / i ) L, 1Kffi 

ttifilT2- [ 2 - [ (4 - ^DD7x-;l/) 'f ;>/] - 2 . 3-yhK'p 

- 4 4 H- tfU K [ 3. 2-e]-l. 3 ->T v > - 3 - -f )u] pft 
ft x^xXT;l/8 3 0mg^ x litt!Hiilt2- [N- (4-^do"7 
■x — ^) — N— (4 - t+V-4H-t: , J K [3, 2-e]-l, 3-f7^> 

- 2 - T ~ 7 ] e^fir jr.f-yUx.X7^U 3 5 0 m g £*#fc 0 

l; 2- [2- [ (4-^OD^i^;U) -fi/] -2, 3-yh h"p-4-t 
4- V — 4 H — h° 'J K [ 3 , 2-e]-l, 3 - f-T > - 3 - 4 7U] ®iffi x.^- 

ra4.'*( : 13 1-13 3° C 

&?K£i*n§x^ ^NvL/CDMSO-do. TMS ^JSP.) 

<5 : 1. 21 (3H, t, .1=7. 2Hz ), 

4. 1 9 (2H. q. J = 7. 2H z) . 

5. 0 1 (2 H, s ) . 

6. 9 0 (2H, d, J = 8. 8 H z ) , 

7. 4 8 (2H, d, J = 8. 8 H z) . 
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7. 5 5 (1 H, d d, J =4. 8. 8. 0Hz) . 

8. 5 3 ( 1 H, d d. J = 2. 0. 8. OH z ) . 
8. 7 5 (1 H, dd, J =2. 0, 4. 8Hz) . 

2) 2- [N- (4-?od7i-;W -N- < 4 V - 4 H - t° 'J K [3, 
2-e]-l, 3-f7y>-2->fW 7;;] fti jl^I^Xt^U 
ML& : 1 7 8 - 1 7 9° C 

hvU (DMSO- d B , TMSrtS8««?i) 
(5:1. 22 (3 H. t, J = 7. 2Hz ). 
4. 18 (2H, q. J = 7. 2Hz), 
4 . 77 (2H, s ) , 

7. 6 0(1 H, dd, J = 4. 8. 8. OHz). 
7. 63 (2H, d. J = 8. 8 H z ) , 

7. 70 (2H, d, J=8. 8 Hzj, 

8. 52 (1H, dd, J = l. 6. 8. OHz), 
8. 72 (1H. dd, J = 1. 6, 4. 8Hz). 

mm 12 8 

2 - [ 2 - (4-^OD7xz;l/) 4 I J - 4 -**V- 2. 3 - v t K o — 
4H-t°'J F [3, 2 - e ] - 1 . 3 - f-T : J > - 3 - T-tr 1^7; K&tf 

2 - [ N — ( 4 - ? □ □ 7x-/k) — N - ( 4 - V -4H-t°'J K [3, 2 

- e ] - 1 . 3 - f-T y >- 2 - -f )V) 7;7] T-tr hT $ K 
T;l/^>M&T**fbU 4mg (4. 3mmol), DM F 5 m I 

10 0ml ©7773i:Aft/: 0 CCD? 5 X nir 2 - (4-?dp7 

— ') V) -4 H-t°U K [3, 2-e]-l. 3 - f-T f J > - 4 - Or > 8 0 0 m 
g (2. 8mmol) tDMF5m 1 <D®m*Atltzffi T»4*»«U JS#T 
2 - (4 -^DD7- 'J /) -4H- t°'J K [3, 2-e]-l, 3-f7y> 

2 - 7* o * T -fe ^ i K5 7 1 mgiDMF 2 m 1 (DmiWB&ljaz. 2 3H$rBim#b 
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mMmzmiz'ik, msymmLtz 0 n^titcmzz, ^^w^A^vh 

iMfilT2- [2- (4 - fan? -f ; y-4 -t+7-2, 3 

-S?k Ko-4 H- try K [3. 2-e]-l. 3 -f-T v > - 3 - -Ol/) T-tr 
NT i Kl 4 4mg£. I#l:iIilT2- [N — (4-^07^) - 
N- (4 -j*-*V- 4 H- b°'J K [3, 2-e]-l, 3 —"f-T'J> — 2 
T I 7 ] T-tr h7 ; K 6 7 m g £f#/c 0 

1 ) 2 - [2 - (4 -^DD7i-W f $ 7 -4 -3T + 7--2. 3-yt Ko 
-4H-b°UK[3, 2-e]-l. 3 -f 7^>- 3 — 7U] T-tr h7; K 

M A : 213-215° C 

vji> cDMso-d 6 , TMswii) 

6:4. 80 (2 H, s), 

6. 8 8 (2H, d, J = 8. 4Hz), 

7. 15 (1H, b s ) . 

7. 47 (2H, d. J = 8. 4Hz). 

7. 5 3 ( 1 H, dd, J =4. 8. 7. 6 H z) . 

7. 6 5 C 1 H. b s) , 

8. 5 1 ( 1 H, d d, J = 1. 6, 7. 6H z) , 
8. 7 2 '( 1 H, dd, J = l. 6, 4. 8Hz). 

2) 2- [N- (4 - ^ao^i^/U) — N — (4 — jr^r V — 4 H — t? 'J K [3, 

2 - e ] - 1 . 3 -f7y>- 2 --OP) T i y ] T-tr hT $ K 
BfcjS : 2 4 9- 2 5 1° C 

OT^3»t-RGX^ (DMSO-d 6 . TMSOT*) 
6:4. 58 (2H, bs). 

6. 88 (2H, d, J=8. 8Hz) . 

7. 2 5 ( 1 H. b s ) . 

7. 47 (2H, d, J = 8. 8Hz). 

7. 58 (1H, dd, J=4. 8, 7. 6Hz). 

7. 6 8 ( 1 H. b s ) , 



119 



WO 97/17970 



PCT/JP96/03339 



8. 5 1 ( 1 H. d d, J - 2. 0, 7. 6 H z ) . 
8. 7 0 ( 1 H, d d, J = 2. 0, 4. 8 H z) . 

mmm 1 2 9 

[2- [ (4 -?vu7sc—J\,) <i \ y] -2. 3-yth'P-4 -jT+V- 
4H-h 0 UK[3. 2-e]-]. 3 -f Jy >- 3 --f 7-frh" hU;|/^ 
L^2 - [ N - (4 -^pd7x-/W — N - (4 -;*+7-4 H-h°U K [3, 
2-e] - 1, 3 -i-T-J>- 2 -l^b) 7;/] T-b h— h U 7b 

TJ\szf>&mfS.Tik1Mt t ) fOA2 6mg (3. 3 mm o I ) , DMF 5 m I 
Oifi-SWO^: 10 0ml ©7 7 X Atl/c 0 :©77X3C2 - (4-7DP7 

— U y ) - 4 H - t° U K t 3 , 2-e]-l, 3-f 7^>- 4 >8 0 0m 
g (2. 8 mm o I ) iDMF 10ml AtltzffiT MA U 

T2 - T— U y ) — 4 H — fc° 'J K [ 3 , 2-e]-l. 3-^y->" 

^noT-tr h— h 'J7b3 1 3mgiDMF 1 m 1 <Dffi&®}*1$\7L 3 B#Rfl8f}$ U/c D 
*JW*jt5fett^ i&JETatSfnU/Co •> ijffrii =? U t n-7 h Y 

77^ -TflMK ( j&£B8£j& : S»r-^7b/ / ;UV7U^++h > = 1 1 ) U i&m 

Q®%t UT [2 - [ (4-^DD7i -7b.) -f i y ] - 2 , 3 - 'J t Kn - 4 
-**V-4 H-fcTU K [3. 2-ej-l, 3 - f 7i7>- 3 - -f;!/] T-tr h 

— H 'J 7b 8 0 5mg^ mm&WB. t UT2 - [ N - (4 - 7pp7x^A) - 
N- (4 -*+V-4 H-h°i; K t3, 2-e]-l. 3 -f7v>- 2— ^ 7b) 
T 5 y ] T -tr b HJ 7b 7 0 mg^f/Co 

1 ) 2- [ (4 - ? pp7x-;I/) >f 5 y] - 2, 3-i>k Ko-4 -jf + y- 
4H-h°UK[3, 2-e]-l. 3 - v> > - 3 - 7b] T-fcr h — h 'J 7b 
: 14 6° C 

OT^^X^ h7b (DMSO- d 6 . TMSMf) 
5:5. 22 (2H, s). 

7. 00 (2H, d, J = 8. 8 H z) , 
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7. 5 1 (2H, d, J =8. 8Hz) , 

7. 5 5 (1H. dd. J =4. 8, 8. 0Hz), 

8. 54 (1H, dd. J = l. 6, 8. OHz), 
8. 74 (1H, dd, J = 1 . 6, 4. 8Hz). 

2 ) 2 - [N- (4-?dd7i —JU) — N - ( 4 - * + V - 4 H - h° 'J K [ 3 . 
2 - e ] - 1 . 3 -f7^>-2 - JJls) 7; 7] 7t h- h 'J ;U 
§4* : 2 0 9 - 2 1 0° C 

«ig*l&ti ? h;KDMSO-d 0 , TMS rtaill) 
5:5. 16 (2H. s) . 

7. 62 (1H. dd, J = 4. 4, 8. OHz), 
7. 6 7 (2H. d. J =8. 8H z) , 

7. 7 6 (2H. d, J =8. 8Hz). 

8. 56(1 H. dd, J = l. 6. 8. OHz). 
8. 7 4 (1 H, d d, J = 1 . 6. 4. 4 H z) . 

mmm 1 3 0 

[2 - [ (4-^dd7i-« 4 i J] - 2, 3-yth'D-3 - ( 1 H- 
7- b^V-JU- 5 -h°U K [3, 2-e]-l. 3-f-T^>- 
4 

[2 - [ (4 -*dd!7 -f ;>] -2. 3-yhFD-4 -3M=-V- 

4H-t°VK[3. 2-e]-l. 3-f7y>-3-^l^] 7-t?h— Ml;b6 
5 8 m g (2 mm o 1 ) <fc DMF 8m I (DM^<Hd^ 5 0 m I CD 7 ^ X n {I Atl/c 0 

:©77X3i:^T7^k7-h l J'5Ai. 3 o gti&ikry*:— 1 . 0 7 

K^inx., 1 2 0&T4MJgtf--L/c o ^t>ti/cSM^^aM^iPL^^, 
7j<K£><;j- > g1f^f-^j!iU^fiht±JL/c 0 #J&Ji£#StU 7j<, ^Jfcij|7.KT'Zfe# 

-jVTifco C <tT\ 2, 3-ytKD-2- [ (4-^OD7i- 
W-f - 3 - (1 H-t" h5V-Jl>- 5 --r;M ^7L0 - 4 H- h°'i K [3, 

2 - e ] - 1 , 3-f7-/>-4-t>5 1 2mg 

mm^&mx^? s^u (DMso-d 6 , tmsi^wo 
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d : 5. 7 4 (2H. s) . 

6. 83 (2H, d, J = 8. 8Hz), 

7. 46 (2H. d, J = 8. 8Hz), 

7. 56 (1H. dd, J=4. 8. 8. 0Hz). 

8. 5 4 ( 1 H. d d. J — 1 . 6. 8. 0 H z) . 
8. 76 C1H. dd. J = l. 6, 4. 8Hz). 

:##HI(m/z) : 3 7 2. 4 (M" ) 
£M 1 3 1 

2- [N- (4-i'PD7x-;l') -N- ( 1 H-r */—){/— 5 — 4 
f;l/) 7;7] - 4H-t°'i K [3, 2 - e ] - 1 . 3 - f-T i? >- 4 - tT > 

2- [N- (4-?DD7i-W -N- (4 -3j-*V- 4 H- t°U K [3, 
2 - e ] - 1 . 3 -f75?>- 2 - -f ;U) 7 ; 7] T-fe h— h 'J ;U7 4 m g (0 
23mmol) tDMFlml (Dm&VdZ: 2 0 m 1 <D7 5 X^l,Z\tltz 0 Z<D~7 
^X3(-gKJ$TT^<b^- h ij r>A 1 4 6mg i^<LT>*-^A 1 2 Omg^Jn 



h- 'J -7it«$t, 4£«MW**t£ffe. «fET«*SLfc. »totiA:Ba**» 
x^y-;^9Cit, 2- [N- (4 — ^ po7x-/1/) -N- (lH-f 
h7 5 --f;Uy T i y ] - 4 H- t°'J F [3. 2-e]-l. 3 

-f7v>-4-t>3 0mg^#fc o 
US* : 2 5 8 - 2 5 9° C 

tttt&lfttft (DMSO-d c , TMS |A|Sff«i¥s) 

5:5. 53 (2H, b s) , 

7. 6 0 (1H, dd, J=4. 8, 8. 0Hz). 

7. 6 7 (4 H. m) . 

8. 5 1 (1 H. dd, J = 1. 6, 8. 0Hz) , 
8. 72 (1H. dd, J = l. 6, 4. 8Hz) 0 

mm\ 1 3 2 

[2 - [ ( 4 - ? a a 7 x .=.;10 >T ~ y ] - 2, 3-v?tKo-3- ( 3 - t° 
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U 'JjU/f-JU) ] - 4 H- fcf'J K [ 3, 2-e]-l. 3-f7^>-4-t> 
RZf 2- [N- (4-^UD7x-;W -N- (3 -If 'J >^y f-7U) 7U] 

- 4 H- h° U K [3, 2-e]-l, 3 --f-T >- 4 > 
T;Ur/>'#IS^T7K^bUf 6mg (9. 6 mm o I) , DMF 5 m I 

®M£Vd$: 1 0 0ml ©7 5 X 3 K \tltz 0 Z (D 1 -5 X 3 {' 2 - (4-^doT 

- U 7 ) - 4 H - t" 'J K [ 3 . 2 - e ] - 1 . 3 - *T >«>-4 -t>8 0 Om 
g(2. 8mmol) iDMFlOml An«TM4£&M U 
T2 - (4 - ? DD7-'J 7 ) - 4 H- tfU K [ 3. 2-e]-l. 
>-4-yf 5 ^FeWtTiiTF U ^C75 ^feWf- U/c c C 

(13- (^PP/fW t° 'J y >lgiffi 6 8 0 m g i DM F 5 m 1 OS^^IlO 

V^ATS£$!£-ti\ ^^ij^te^, ^ffiT^L/^o #^»n/c^$^s ->u^ 

>= 1/3-5/1) U TOti^KiLT [2- [ (4-)dp7i-W 

1 y ] - 2, 3-yhFP-3- ( 3 - b° ■) -^Uy ] - 4 H — t° U K [ 3 , 

2 - e ] - 1 . 3-f7y>-4-t>6 9 0mg^ "^ifeifcfe^jM i LT2- [N 

- (4-7PD7i-;b) - N — (3 - t°U v/Uy -t^U) T$yj -4H-fcf'J 
K[3. 2-e]-l. 3-f7y>-4-t>14 lmg^/c, 

1) [2- [ (4-?pp7i-W -T i;j -2. 3 - t Kn — 3 - ( 3 - 
fcTV ->Vl/y ^;U) ] - 4 H- t°'J K [ 3, 2-e]-l, 3-f7v'>-4-t 

y 

m 

m .6 : 1 3 2 - 1 3 3° C 

«m*<!«|X^? CDMSO-d 6 . TMSl^mi^-) 
5:5. 5 0 ( 2 H, s ) . 

6. 90 (2H, d. J = 8. 8Hz) , 

7. 36 ( 1 H. dd, J=4. 8, 8. 0Hz), 
7. 46 (2H, d, J = 8. 8Hz), 

7. 5 2 (1 H. dd, J =4. 8. 8. 0Hz) , 
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7. 85 (1H, dt, J = 1 . 6. 8. OHz), 

8. 48 (1H, dd, J = 1 . 6. 4. 8 H z; . 
8. 51 (1H, dd. J = 2. 0. 8. OHz), 
8. 67 (1H, d, J = 1 . 6Hz;. 

8. 71 (1H. dd, 3=2. 0, 4. 8Hz). 
2) 2- [N- (4-^DD7i-^) — N — ( 3 - fcf'J -J )\, / T^y] 
-4H-fcTUK[3. 2-e]-l, 3 -f-TS*>- 4 
Hfcj& : 2 2 0 - 2 2 1° C 

SBftUfcQI ^Nb (DMSO-d s , TMS rtflSflWO 



5. 


3 3 


(2H. 


s) . 












7. 


3 5 


( 1 H. 


d d. 


J 




4 


. 8, 8. 


OHz) 


7. 


4 6 


( 2 H . 


d, J 




8 




8 H z ) . 




7. 


5 9 


( 1 H, 


d d, 


J 




4 


8 , 8 . 


OHz) 


7. 


6 2 


( 2 H, 


d, J 




8 




8 H z ) , 




7. 


7 8 


( 1 H. 


d t , 


J 




2 


. 0, 8. 


OHz) 


8. 


4 9 


( 1 H. 


d d. 


J 




2 


. 0, 4. 


8 H z) 


8. 


5 1 


( 1 H. 


d, J 




2 




OHz). 




8. 


5 4 


( 1 H. 


d d. 


J 




1 


6 , 8 . 


OHz) 


8. 


7 1 


( 1 H. 


d d. 


J 




1 


. 6. 4. 


8 H z ) 



mmm 1 3 3 

2 - [ (4 - ?DD7i-W -Y i J ] - 3 - (2, 3-yt Kn + y'/o fc? 
)V) -2, 3 - v> b Kd — 4 H - h° 'J K [ 3 . 2 - e ] - 1 . 3-^Tv>>-4 

T;U=f>#BI^ 1 T7j<^{bU^'>A3 lmg (3. 9 mm o I ) » DMF 5 m 1 
0>*g-£^£ 10 0m) 077X3i;An/; 0 CCD7^X3(r2 - ( 4 - ? any 
— 'J 7 ) - 4 H- try V [ 3. 2-e]-l. 3-f7y>-4-t>8 0 0m 
K (2. 8mmol)£DMF10ml <7^&£Aft^Tafi4£&;i£U 
T2 — (4— ?nn T— U V ) — 4 H - t° V K [ 3 , 2 - e ] - 1 . 3 - f-T •>* 
>-4 -7|->^^5 5>P B ^^^T^TL. $bi:45%WU; c 
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il3 -y'a^- 1, 2 --?B'*>-S*-j\/6 4 2mgiDMF 2m 1 
h'JOAT«$t> &*§l#J£-j!t*?£. ^TgiL/Co l#t>n/^££, •> 'J 

*7->*7A^Dvh^77-f-TflH! : mm^jiy'y ju^-ju^ 

if >= 1 / 1 ) U 2 - [ (4 do7x-;W 5 y ] - 2. 3-ytKn 
-3- (2, Kn + ->7*P^) -t°U K [3. 2 - e ] - 1 . 3-9 

7^>-4-t>4 6 7mg^fc c 



ffl&. : 123- 


1 2 5° 


C 
















(DM S 0 




d 


6 , tms ftsvmm 


5:3. 


4 2 


C 2 H, 


d d. 


J 




5 


. 6. 5. 


6 H z ) , 


4. 


0 2 

1 


( 1 H, 


m) , 












4. 


2 5 


( 1 H, 


d d, 


J 




4 


.8,13 


. 2 H z) , 


4. 


4 9 


( 1 H, 


d d, 


J 




8 


.0,13 


. 2H z) , 


4 . 


5 8 


( 1 H, 


t , J 




5 




6 H z ) , 




4 . 


8 4 


( 1 H, 


d. J 




5 


* 


2 H z ) . 




6. 


9 3 


(2 H, 


d, J 




8 


* 


4 H z ) , 




7. 


4 8 


(2 H. 


d, J 




8 




4 H z) , 




7. 


5 0 


( 1 H. 


d d. 


J 




4 


. 8, 8. 


0 H z ) , 


8. 


4 9 


( 1 H. 


d d, 


J 




1 


6 , 8 . 


0 H z ) . 


8. 


6 9 


( 1 H, 


d d. 


J 




1 


. 6. 4. 


SHz) . 


»0«J 1 3 4 



















4 - [ 2 - ( (4 -7od7x-W ■< X - 4 -tJ-^V- 2, 3--/t K 
u-4 H- tTU K [3. 2-e]-l, 3-f7y>-3--fM 7^>i sc. 

Tk^-ffc U 9 *J A 3 4mg (4. 3mmo I ) „ DMF 16ml, 2 - ( 4 - ;7 
ppT^'jy) -4H-tfU K [3, 2-e]-l. 3 -^T ^ >- 4 8 
0 0mg(2. 8mmoJ), 4 - T7' p^eg&$M.f-jl,jc.x-ryi, 8 3 3 m g £-flH \ 
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1/3) U 4- [2- (^-^Dn7i-« -f S y-4 -*-*y- 2, 3- 
vt Kn- 4 H- tf'J K [3. 2-e]-l, 3-f7y>-3--f;l/]Ii .x 
^;l/jcx-7^H . 1 9 g ^#fc„ 

mmm.^m ? (dmso-ci 6 , tms ftsiM^m) 



1 . 


1 0 


(3 H, 


t , J 




7. 2 H z ) , 




2. 


0 1 


(2 H, 


m) . 


2 


. 4 2 ( 2 H. 


t , J = 7 


3 . 


9 7 


(2H. 


q . J 




7 . 2 H z ) , 




4 . 


3 3 


(2H, 


t . J 




6. 8Hz) , 




6. 


9 5 


(2H, 


d, J 




8. 8Hz) , 




7. 


4 8 


(2H. 


d. J 




8. 8 H z ) . 




7. 


5 0 


( 1 H. 


d d. 


J 


= 4. 8, 8. 


4 H z ) . 


8. 


4 9 


( 1 H. 


d d, 


J 


= 2. 0, 8. 


4 H z ) , 


8. 


6 9 


( 1 H. 


d d. 


J 


= 2. 0, 4 . 


8 H z ) . 



Ttmfrffim (C 19 H 18 C 1 NjOjSiLT) 

C (%) H (%) N (%; S (96) C 1 (96) 

mmU 56.50 4.49 10.40 7.94 8.78 

56.19 4.48 10.32 7.99 8.71 

'imm 1 3 5 

2- [2- [2- [ (4-^DP7x-M -Y^yj - 4 2. 3- 
y t Kp - 4 H-h°'J K [ 3 , 2-e]-l. 3 -f 7y>- 3 - ^f x^U] 

**Yt V f- ^ A 3 Omg (3. 8mmol) „ DMF 17ml, 2 - (4-? 
DP7-U;) - 4H-k°U K [3, 2-e]-l. 3-f7v>-4-t>8 
0 Omg (2. 8mmo 1 ) , N- (2 -'T'p -toe. *\/l>) = Kl. 1 

2 g£ffl(^T§gsfe#iji 2 7 £wmij>mT&.B. wit, ?#t»n/c^$^, ■> 

V ijtf JVij OT h^77-f -TffiM (jftffifttt : iixf;l//7;l/-7;K 

4"fr> = 1/2) U 2 - [ 2 - [ 2 - (4 - ^nn7i^) ^ ? y - 4 

+ V-2. 3-v?k Ko-4H-f'J K [3, 2-e]-l, 3-f7^>-3 
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jL-f-M > K'J >- 1 . 3 - : J*y% 8 3mg^i/; 0 

Sit * : 1 8 3 - 1 8 4° C 

MSl^lSX^? h7U (DMSO-d 6 , TMSlWBWS) 
•5:4. 0 8 (2H, t, J = 5. 2Hz) , 
4. 5 9 (2H. t, J = 5. 2Hz) , 

6. 44 (2H, d, J=8. 4Hz). 

7. 3 2 (2H. d, J =8. 4Hz) , 

7. 48 (1H, dd, J = 4. 8, 8. OHz), 
7 . 8 4 (4 H, s ) . 

8. 41 (1H, dd. J = l. 6, 8. OHz), 
8. 69 ( 1 H . dd. J = 1 . 6. 4. 8Hz). 

mmm 1 3 6 

2- [ (4 -?DP7i^) -fiy] -3- ( [1. 3] ^t+77>-2 
-^WW -2, 3 -S?t Kp-4 H- t°U K [3. 2-e]-l, 3-^ 
7 : JS- 4 -5j">&LK2 - [ N — (4-?no7x-W -N- ( [1. 3] i? 
t+77>-2-^;Mf;l/) 7;y] -4H-tf'J K [3, 2 - e ] - 1 . 3 
-f7'/>- 4 -7f-> 

T^=J'>g?SIMT2 - (4 -^do7-'J;) -4 H-fcTU K [3. 2 - e] 
-1. 3-f7^>-4-^->2 9 0mg (1. 0 mm o ) ) iDMSO 1. 4 
m I (Dm-&tio&3 Om ) ©7^ X=Jjr Atl7to Z(D7=> XntrffiJ^T* U 7 A 
t-rh*->K113mg (1. Ommol) *if|;U 1 R$HNB& Ltz a Z (DM 
^tCS^^^'JOAl Omg (0. 0 6 e q ) &1i\lA.tz'&, 2 -7*p^y f-;U 
-1. 3-WV7>4 8 4mg ^flpx. 1 5 «Jg# Lfco &j£fft« Z ©SlS 

»u »»^- h u -7AT«i$t, %**d*as*^, ttm-yamiLAio m^ntz 

y > = 1 / 2 ) U teittSiUT2- [(4-^op7x-« 
-f -3 - ( [1, 3] WV7 >- 2 --T;M - 2. 3-ytK 
D — 4 H — t" U K t 3 , 2-e]-l. 3-f7^>-4-t>3 6mg^ S 
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ittf ilT2- [N — (4-^PP7i-W — N - ( [1. 3] ^**V 
5 > - 2 - >f 7k* *\«0 7i/] -4H-t°U K C3, 2-e]-l. 3-f-T 
y>-4-t>20mg £f#/c 0 



1 ) 2 - [ (4 - 


*7 D P "7 


x—7lO 






J 3 - 3 - ( [ 1 , 


2 --f 7uy ^;k> 


-2. 3 


- t K 


o 




4 H — t° U K [ 3 , 




-it 


> 










m& ■ 1 2 


1 - 


1 2 2° 


C 








OT£l«X^? h JV (DMSO 




d 


«. TMSft£BHS) 


6 : 3. 


8 5 


(2H, 


m) , 








3. 


9 7 


(2H, 


m) , 








4 . 


4 4 


(2 H, 


d , J = 


5 




2 H z ; , 


5. 


4 0 


( 1 H. 


t , J = 


5 


• 


2 H z ) . 


6. 


9 6 


(2H. 


d. J = 


8 


• ■ 


8 H z ) . 


7. 


4 8 


(2 H, 


d, J = 


8 


• 


8 H z ) , 


7 . 


5 2 


( 1 H, 


dd, J 




4 


. 8, 8 . 0 H z ) 


« 


5 1 


( 1 H, 


d d, J 




1 


. 6. 8 . 0 H z ) 


8 . 


7 1 


( 1 H. 


d d, J 




1 


. 6 , 4 . 8 H z ) 


2 ) 2 - [N 




7k) 


— N - ( [ 1 . 3] 


7M ^7U) 


T i 


J ] — 4 H — t° U 


K 


[3. 2 - e ] - 1 , 


















CDMS O 




d 


TMSrt«B«t£) 


<5 : 3. 


8 1 


(2 H. 


m) , 








3. 


8 7 


(2H, 


m) , 








4. 


1 4 


(2 H, 


d, J = 


4 




4 H z) , 


5. 


2 7 


( 1 H, 


t , J = 


4 


• 


4Hz) , 


7. 


5 7 


( 1 H, 


d d, J 




4 


. 8, 8. 0 H z ) 


7. 


6 0 


(2 H, 


d, J = 


8 


• 


4Hz) . 


7 . 


6 8 


(2 H, 


d, J = 


8 




4 H z ) . 


8. 


5 1 


( 1 H. 


d d, J 




1 


. 6, 8. 0 H z ) 
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8. 69 (1H, dd. J = 1 . 6, 4. 8 H z ) . 
fl^lrl (my z ) : 3 7 6 (M + + 1 ) 

mmm 1 3 7 

[ 2 - [ (4 -?DD7x^l/) <i '\ J ] - 4 - 2, 
4H-t"U K [3, 2-e]-l. 3-f7y>-3-^H K 

2 - [ C4 - ^DD7x^) $ 7 ] - 4 -7f+V- 2, 3-yt Kp-4 
H-b°VK[3. 2-e]-l. 3 -^TV >- 3 ->OU] TO xf^xxr 
^99mg (0. 3 mm o 1 ) J — ;H m 1 <Dig i ftfa£ 5 0 m 1 

n/c^^*. J£i*/-;UT8fci*U 2 - [ (4-?Dn7x-;l) ;/] - 
4-**V-2. 3 — V s t K n — 4 H — t° >J K C 3 , 2 - e ] - 1 , 3-f-Tit 
> - 3 - -f ;U] ||90mg ^#/; 0 
WM^tlfffi (m/ z ) : 3 4 8 (M'+ 1 ) 

Ttm^nm (c,,h 10 c i N 3 o 3 s<t lt) 

C (96) H (96) N (96) S (96) C 1 (96) 

SESfttfl 51.80 2.90 12.08 9.22 10.19 

52.16 2.93 11.86 9.42 10.18 

mmm 1 38 

4-!>dd-N - (4-t+V-4H-h" l i K [3, 2 - e ] - 1 , 3-^-T 
> - 2 - ;P) 7-trhT— 'J K 

2 — (4-7pp T— 'J y ) — 4 H — h° U K [ 3 , 2 - e ] - 1 . 3-^T^ 

>-4 1. 8 2 6 g (6. 3 Ommmo I ) > t°>J v>3 Om 1 CDS^ 

^6 o*C(D^_hT3 oammwL* ®mz-&tz 0 z&mm^. mmmi. 3 

*PU ftl OOOml ©^XlwWttWffl-rSte&fciftJfcU 7jc#fcU lETKiS 
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-^ud-N- (4-t + 7-4H-t°'i K [3, 2-e]-l. 3-f7^> 
- 2 - ;!✓) T-t? h 7— 'J K 9 9 Img £#/c„ 
St* : 2 2 3. 5-224. 5°C (#8?) 
^Km*1|X^^ ( CDC I :) , TMSWif) 

8:2. 20 (3H. s ) . 7. 22 ( 2 H, d. J = 8 . 8Hzj, 

7. 49 (1H, dd. J = 4. 4, 8. 0Hz), 

7. 51 (2H, d. J = 8. 8H z) . 

8. 59 (1 H. dd, J = 1. 6. 8. OHz), 
8. 77 (1H, dd, J = 1. 6, 4. 8Hz). 

mmm 1 3 9 

N- (4-^no^i - N — ( 4 - Hr* 7 — 4 H — h° 'J K [ 3 , 2 - e ] 

2-^op-3f>Sl. OOg, J£{fcf^;l/5m I > DMF2nft\ 74? h 
> 1 Om 1 , N- (4 -fuu? - 3 - T i J-fu^— V >J )l\ . \ 

5 g. T-fer f> > 1 Oml £ffll^T, ^Jl^J 5 7 <t MmKJj it, -X* J 
-JlsJ: 9Pf&ii!?iU N — (4-?BP7i-;l/) -N- ( 4 -it*r V - 4 H - fcf 
■J K [ 3 x 2 - e ] - 1 „ 3 - f-T : s > - 2 - -Y )V) - 3-7; / 7° a t°;t^ h 

84.6 : 1 7 7- 1 7 8t 

TCigfrVtW. ( C , 6 H , , N 4 O S C 1 ill) 

C (96) H (96) N (96) S (96) C 1 (96) 
mtfoW. 56.06 3.23 16.34 9.3 5 10.34 
^fMI 56.00 3.20 16.18 9.25 10.42 

^mm 140 

N - 7x^) - N — ( 4 - V - 4 H - fc° U K [ 3 > 2 - e ] 

-1, 3 -fry>- 2 --T;U) -4-7;77'fDzhU;b 

2 -^OD^nf >gf2. 3 5 g % tg<tf-^;l/5m U DMF2i> 7th 
>1 5m U N- (4 - ? nus *—jU) - 4-7; /7f-p^ h 'J;l/2. 9 0 
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^OFMSAL* N — (4 - ^ dut — N - ( 4 - *+7 - 4 H - h° U 

K [3, 2-e] -K 3 -*-7S*>- 2 - 4 )V) -4-7-yyf D-h'J;l/ 
2. 0 5g^#/; o 

«f»^l*"»X^^ ( CDC 1 3 . TMSrtSBSif) 

5:1. 88-1. 9 5 (2H, m) , 

2. 65 (2H. t, J = 6. 8Hz). 

4. 1 0 (2H, t, J = 7. 2H z) , 

7. 51-7. 59 (1H, m) , 

7. 6 6 (2H, d, J = 6. 4 H z ) . 

7. 71 (2H, d, J=6. 4Hz), 

8. 51 (1H, d d. J = l. 6. 8. 0Hz), 
8. 6 9 ( 1 H, dd, J = 2. 4, 4. 8Hz). 

Si£ : 139-HOt 

i 4 i 

N- (4 -^DP7x-^) -N- (4 -JJ-+V- 4 H- t°'J K [ 3 % 2 - e ] 

2 -^pn^3-f->BS? 1 . 9 2 igfkft-^5m I „ DMF 2 ffiK 7-tr h 
> 1 5 m 1 , N — (4 —9 uuy -5-T I J;<Uu— h U ;H . 9 2 

g> 7tF>15ml *ffl^T> WI5 7 «t^n£^rj*TS0$-ti:> x-9 / - 
^=k Of^TAU% N — (4 on ^7 i^yu) -N- ( 4 - ?f+ V - 4 H - h° 
V K [3, 2 - e ] - 1 „ 3 -=f-T'J>- -5-T i Ss<Uu— h 'J 
^0. 8 5g^; 0 

§4* : 1 3 4 - 1 3 5 *C 

7C^Wff. ( C , H H , - N „ O S C 1 t LT) 

C (96; H (96) N (96) S (96) C ] (96) 

WMW. 58.30 4.08 15.11 8.65 9.56 
Wmm. 58.06 4.04 15.08 8.58 9.68 

mw\ 1 4 2 
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2. 3 - y t Kp- 2 - [ (4 - ^ ap^i.^;U) ^ ;/] - 3- (5-tK 
□+->^>fW -4H-h°U K [3, 2-e]-l. 3-f7y>-4-t> 
TJ\s^>&Mi3;VJk1IMl*)*-*7l>3 5mg (4. 4mmo I) , DM F 5 m l 

— U 7 ; - 4 H - fcfU K t 3 . 2-e]-l, 3-f 7^>-4 -t>8 0 Om 
g (2. 8mmol) iDMFlOml AtitzffiTM U JRJ* 
T2 — (4-?DP T— 'J / ) — 4 H b° U K [ 3 . 2-e]-l. 3-f7y 

tli:5-?UD- 1 y -Jl<5 0 8mgiDMF4m I oft&tt&ttr*. 1 

^AT-^^-tf. ^mTii^L/co #^n^a££, ->»j7j>f 

= 1 / 1 ) L N 2 , 3 - t K D - 2 - r (4-^DD7i J i / ~\ - 3 

- (5- h Kn + y^ >=f-Jl>~) -4 H-fcTU K [3, 2-e]-l. 3-f7v 
>- 4 1 5 6mge/:„ 

h;KDMSO-d„ TM S r*HH$8flfU 



1 . 


3 8 


(2 H, 


m) , 












1 . 


4 8 


(2 H, 


m) , 












1 . 


7 3 


(2H. 


q u i 


n 


t 




J = 7. 


2 H z ) , 


3 . 


4 0 


(2 H, 


q, J 




6 


• 


0 H z ) 




4. 


2 6 


(2H. 


t. J 




7 


• 


6 H z ) 




4. 


3 5 


( 1 H. 


t , J 




4 


• 


8 H z ) 




6. 


9 5 


(2H. 


d, J 




8 


• 


8 H z ) 




7. 


4 7 


(2H, 


d, J 




8 


• 


8 H z ) 




7. 


5 0 


( 1 H. 


d d. 


J 




4 


. 8. 8 


. 0 H z ) 


8. 


4 9 


( 1 H, 


d d, 


J 




1 


. 6. 8 


. 0 H z ) 


8. 


6 9 


( 1 H. 


d d, 


J 




1 


. 6, 4 


. 8 H z ) 



KAfrtTrfit Cm/z) : 3 7 6 (M*+l) 
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mmm 1 4 3 

2- [ N — [b] f-t7x>-2-^W y ] - 4 

H-k°'JK[3,J-e] -1, 3 -^T-^>- 4 -;*> 

2 oo.r.3?->fi£? dU K2 7 8mg, f-tf >T >j®T >^^A 1 2 0 
m g, 2 - (y f-;UT i 7 ) [ b ] ^-iri x. > 2 5 8 m g, T-t? S >6 m 

I ^Ult^T. ^d&W 1 0 2 £TOtt>5&TS/££-t*x ■^y-^-gfegr^^j; 
oms&U 2- [N- (K>V [b] ^Jr-y x. y- 2 -N-y^;UT 

;/] -4H-b°"J K [3, 2-e]-l, 3 -f 7v?>- 4 -t> 1 4 3mg 

M.£ : 220-221t 

TCfU^WfiS (C 16 H 1) N 3 OS 2 iLT) 

C (%) H (%) N (96) S (%) 
WtJkm. 59.06 3.41 12.91 19.71 
m&m. 58.82 3.36 12.75 19.64 

M e : y E t : P r : ~fu t°;bS. B u : y'=f-JVB 

m 

A c : T-tr^-;Hk P h : 7 jl—JI^ B n : Ov^US 
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3 



O 









mmm 


K 


X 






1 R 


X 


i 


H 


Me 




2 


1 H 


CI 


-» 
j 


H 


Br 
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H 
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5 


H 


H 




6 


H 


NO, 


7 


H 


CN 




8 


H 


OMe 
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H 


CF ? 




10 


H 


COOEt 


11-1) 


mm 
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12-1) 


| i-Pr 


Me 


13-1) 


n-Bu 


Me 




14-1) 


CH2CH=CH 2 


Me 
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20- 3 ) 


| n-Pr 


CI 
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Bn 
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I 
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CN 




24-1) 


Bn 


CN 
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Me 
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26-1) 


Et 
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n-Pr 
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28-1) 
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29- 1) 


n-Bu 
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30-1) 


CH2CH=CH 2 
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Bn 
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(CH 2 ) 2 NEt 2 
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J^-l) 


Me 


CF, 
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Bn 


COOEt 


35 


Me 


Me 




36 


Et 


Me 


37 


Me 


CI 




38 1 


Me 

1 — Ax* 


1 
1 


39 


Me 


CN 




40 


Me 




41 


n-Pr 

* 


N0 2 




42 


Bn 


NO, 


43 


Bn 


I 




44 | 


Me 


H 


45 


Et 


H 




46 | 


n-Pr 


H 


47 


i-Pr 


H 




48 j 


n-Bu 


H 


49 


CH2CH=CH2 


H 




50 


Bn 


H 


51 


(CH 2 ) 2 NEt 2 


Me 




52 


(CH 2 ) 2 NEt 2 


H 


53 


n-Pr 


CF, 




54 


Bn 


CF; 


55 


Me 


COOEt 




56 


n-Pr 


COOEt 


103-1) 


OCH3 


CI 




104-1) 




CI 


105-1) 


CH2CSCH 


CI 




123-1) | 


CH 2 CH 2 OH 


CI 
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^4 



o 



N 



N : 



mmm 


R 


X 


124-1) 


CH 2 CH^OMe 


CI 


126-1) 


o 

CH2&CH3 


CI 


128-1) 


0 

CH2&NH2 


Cl 


130 


H 


CI 


133 


OH 

CH26-ICH2OH 


CI 


135 


0 

CH-CHj-mT |) 


Cl 


137 


CH2COOH 


Cl 



R ^ 


X 




R 


X 


IZ J- 1 ) 


O 

CH2CH2O&CH3 




127-1) 


O 

CH^OEt 


Cl 


129-1) 


CH 2 CN 


Cl 


132-1) 




Cl 


134 


0 

O-tCHjCHztoEt 


Cl 


136-1) 


0. 

CH2-< ] 


Cl 


142 


CH 2 (CH 2 )40H 


Cl 




t 

R 



mmm 
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